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(54)Titlcr TRICYCLIC PYRROLE OR PYRAZOLE DERIVATIVES 



(57) Abstract 

Tricyclic pyrrole or pyrazole derivatives 
represented by general formula (I) or 
pharmaceutical^ acceptable salts thereof, 
which have high selectivity and affinity for 5- 
HT 2c receptors and are useful in treating 
central nervous system diseases such as sexual 
function disorder, appetite regulation disorder, 
anxiety, depression or sleep disturbance. In 
said formula, the ring Y represents an 
unsaturated 5-membered ring optionally having 
1 to 3 heteroatoms of one or more types 
selected from the group consisting of nitrogen, 
oxygen and sulfur or an unsaturated 6- 
mcmbered ring having 1 or 2 nitrogen atoms; X 
represents a bond or carbon; ^_ represents a 
double or single bond; V represents nitrogen or 
CH; and A represents linear or branched lower 
alkylenc optionally substituted by halogeno or 
cycloalkyl. 
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m m m 
nana- tf □ l < « tf y "j-^mmw 

5-ht 2C ^(i &z*mzftttLT&<o. t<Dmm-\-ftizteMW2n 

ISlRI$gglCKI#LT^3<h%;L'3T^5 (Curr. Opin. Invest. Drugs 2 (4) 317 
(1993)) o ^oTS-HT^SWffffl^ttifE^S^^I^Xfite^llWfflT^iO^ 

5 — H T 2 cf^^iT* * 5 HSUtt e □- JU^ L < tt t° 7 '/-JUS*** <t L 
^>-tf>^Hs^LfeH^ea-;U55l#^ (EP 6 5 7 4 2 6 - A) R 
C/^>if>^^L/iH^'l4h: 0 7y-;H^#^ (EP 7 0 0 9 0 5 - A) 

9 6/ 1 3 4 7 8{C«U^y-r Ktt8t*-C*4fc!7>?>5*, 

L<tte7 , /-;HS#ft^ffll»ttBI!W0 9 5/0 7 8 9 3C«F-/U>§^ 
■J # > K 7?* S 5fiSAr □ L =8Ste e o - ;Ug L < fi e 7 

1 



WO 98/56768 



PCT/JP98/02579 



BPS. *58Wtt5-HT 3C S«flell»LK^a^tt(»:*IWtt&^rTIH-*S 



Y5t:g3f?jBFF, K*K-?Rt«KJtiRW6Ja:*W«k0atfn*ia«L<tt2a 
Kl^fOgfS; 1 7553 fl*l/T^Tfc&^tt*D 5 JMUXteafcfflB^ 1 

X : HS^Xfi^*^ 
— : -M^^X^m^^ 

v : iin ; Fx«scH-es$ni.s 

R 3 RtfR 4 : R-XttftttoT***?^ fiRT^+JUS, GMTfr? 



R 6 R 7 




R 2 



(I) 
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#s&HHb£«&i (i) a. ^iaft'ST-pai**«'&Lfc=5Hten-;i/«u<tte5 




ffr&tt (I) t-^O, $bi:»SL<«Y1^77>X«ft7i>fI:$?.*5! 

(I) T'&D, 4*t»*L<tt2- (1 H-7D [2, 3-g] -f 
r-)V-l-^)V) IWS>> 2- (7-7'ot-lH-?!/ [2, 3-g] 
< >?V-)l- 1 = 2- (7-3-H-lH-fi; [2, 

3 -g] -f >^ % /-;U- 1 X3MU7 5 >. 2 - ( 7 h + v- 1 H-^ 

iy [2, 3-g] -<>?V-)V- 1 —010 X?\M/7 5>. (S) -2- (1H 
-7d [2, 3-g] <>^/-;u- i - i -^^X^Jl^SX 2- 

[2, 3-g] <>?V-;u- i . — f x^;u7 5 

X (S) -2- (7-/h + y-lH-fI/ [2, 3-g] >*V~;V- 1 
-<M - 1 ,-/fJHW5>- (S) -i-*^;u-2- (7-^^;u-i 

h-^x; [2, 3-g] -r>^/-;u- 1 -< ;w xwsx 2- (7-x 

^-lH-fx; [2, 3-g]^>^V-JHl-^W XWS/. (S) 

-2 - [2, 3-g] < >yv-)u- 1 --f ;io -1 

-^^J^x9 1 ;^7 5>x«cn^(7;^wnM^n§^co^T•$)^ 0 
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xgufett, u < « 5 - h t 2C s*#»w»LKv^tt t««ptt«:*-rKma 
ot. *^Bj{t-&ti (i) »co#»«Btcrars. 

j-vy. ^Dtfu>, fh7^fi/>. x^;ux^u>, ^>^?i/>> 
*?l/>&*#mie>n* »IL<ttifl^>»> ^ntfl/>STf*S. 

rttftJ^+JUaSj tLX\t, &fr$J\zMZ.& x?-;k -7'PtfJk -f 

(7 5J10 , -YVO^k *^^>^Jk t e r t -^>5f;k ^*->;k ^fV 

jUtttKiflAtf. ^a^DWk v^a^Jk ->i7o^>^;k ^d^S/ 
;k v^D^7^k s^p^^S^W^ KfSUtt^D^i' 

Ij^Lfc75/S«t^o 
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^>x>, ^>^yl>. f^7i>, 77/, t?p-;k -fS^V-ik tf^y 

-;k ^j'Z-Jk **i*7-;k -fv^77-Jk -fvw/-;k MJ77- 

77>T*5. 

WtW^Ltf, 7yUy>, 7if^vX ea'JyX fcf^'JvX AWkh'n7 

3«7-ft7K*», mm, U ft*. 7 , Ptr*>». ->a 

9^ 7D>1, pa£&, 7-?)lWt. 7H>8, *L«E» U>p'^> SSi?> £ 
X>$?> ;*7>7s;U*>^> X?>TOU*>$N§^tm 7*/t7*>&» 9)V 
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(iC+s R 3 ~ 9 , V, X, Y, — RI^AttWai©t45 0-e»0, DfiA«fcOp*£ 
*»HHt&tt (I) tt. -JRS (III) T^£ft3xbU;Wb&tl&jl7cT£ 
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(St. R l . R 3 ~ 9 > V, X, Y, —RZfiA\m&<Dt&W&Q* E\t7 

(i) (iv) T^-$n^{t-&^^ii7c. *s(r»«^ai 

- jk** 7 4 > ^ * d <t fc«fc o T t>fr -5 d t> T?£ 5 . 
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7-t h 7 5 HS^pCOil "a Protecting Groups in Organic Synthesis, John Wiley & Sons, 
INC fclB* * tlT ^ *«WK©^ffiffl ^ * H t # > >*J)Vtt i stl)\' 




*36Effc£* (I) «> !&2Rtffg3«feC«fcoTaiiLfc-tt55 (I a) TO 

mm t u t $ •& . 75 sin ^Tft 5 c <t *« "c * * . 

ft*P75MMT. aMSftffiB^I^T;^ t F (09*. 

±E» 1 Rtf 2 ©IS^gE^H &K##tt»Ltf*iS09 ©^j* C J; 0 , 
* * ^ «#%09 ^J609 £> # ?£ \Z.m C X tb Z> ^ 1***1 Jfl L T^i, £t# S d t 
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a£^©&K£LTm«»si!Sft5. ®£> fcflrfk at 

mt¥Wzmm*&&mz&< a^ts. 

2- [3, 4-g] O^V-^-l-fJW X7 

;P75> : 2- (lH-hf7l/D [3, 4-e] [1, 2 ] ^>X-f V77>J-)V 

- X7JU75>; 2- (IH-^'/d [3, 4 - d ] ^>y7 7f> 

- 1 -<JW XW5> ;2 - (1H-K57D [3, 4 - d] - 2, 1, 3 - 
^>77 c 7y77-Jl'- 1 X^;U75> ; 2 - (7 b*->- 1 H, 6 
H-tfDD [2, 3-g] -1* >^/-;U- 1 -4M Xf;i/75>; 2- ( 1 H. 
6H-tf77o [3, 4-e] 'OX-fS^I'- 1 -'OW Xf^7S>; 2 

- (1H, 6H-f7 7o [3, 4-e] ^>^7 h U 7'/-)V- 1 -< ^) Xfil/ 
7= > 

hem, jaft^u<tt*eft^o^w!®»*. bmbei^ 
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A. tg^K 

5-HT 2C W5-HT 2 A §## : A. Pazos et al., Eur. J. Pharmacol., 106, 539-546 
(1985)Xtt. S. havlik and S. J. Peroutka, Brain Res., 584, 191-196 (1992)©^^!! X Z> 
[ 3 H] 5-HT«g^i:J:0iltit, 

g«#fc#r*iwnttft*-rK i nttaT©aTft»Lfc •• k i = i c 5 

,/ (1+ [L] / [Kd] ) < [L] MJ^r'tt. tKd] :«K£ft) 
SI (Ki. nM) 





5 -HT, r « 


5 -HT„M 


^jfcfli 2 o 


0. 8 


1 8 


£K&0J 3 7 


0. 5 


8. 7 


£J6fll 5 5 


r 4. 1 


5 0 



B. 7yh*ffl^fc»*^ 

££j&«$5l£ftT^* (Berendsen & Broekkamp, Eur. J. Pharmacol., 135, 179-184 
(1987)) . 77hl«^^4U a#««A^. 3O#W0tt«MaBK 

^Ott*. *«Wfl:^«l»wtt*/J^«&ffl** J 0. 0 0 3-1 mg/kg, s c 
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^AlAifcO. 1 BtCO#l 0mg~1000mg, &?£L<«50mg~20 
1 0 tCO# lmg~500mg.$?£L<«5mg~l00mg ©S&ffiT, 1 B 1 

*5/^Pt:;Hr^n-^, »*SII-feJi/D-x, r>7°>, #U b*x;utf p U 
ttfc#*tffltttt©»iinS>J< WAtfXxT U >BT7^*->tf A©«fc3ftH»*J*^ 

mm. mmm, mmmozotzmmi mm. warn, ^m. m^^l 
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8**zK#**tt*. #*»ttO*«3W» MfflfcbTtt, «Atf^Dk!l/>^'J 
C«{tJW. MAI. MiS^J. 9Mfc»J. ^ftl. 5fe«ftffll («*tf. T^h-X) . 

t e r t -7h4 1 v*U r >A2. 9 5 g©fh7k HD77> (20ml) i§«{C 
fc&T4-**7-4, 5. 6, 7-rh7th*D^>y [b] ft7x>2. 00 
gttfflfex^Pa. 89g(07h7kHD77> (10ml) jgflgSiSTU 1ST* 
3 0»r«bfc. EJ^ClN«2 6ml£inAfc&, ^nH^TtH^vV 
x*/-;U3. 1 6gSriP^Mfi-C2ll#Wj«^Lfc. at^£^t*^>T«tm 

m%&* ffimmis2- (4, 5-ytHP-iH-fx; [2, 3-g] o^v 
— ju— 1 — r ;u) x*/-;n. 5 6 g&jsfeMfeH^tbT^fc. 

###J2 :2 - (1, 4-yt h'Pfi; [3' , 2' : 4, 5] y^n^ [1, 

2-c] t?^/-;i,~ 1 — -ow x^y-^ 

###J3:2-(4, 5 - KP- 1 H-7P [2, 3 - g] 0^7-JU- 1 
#%#j4:2-(4, 5-ykHo-lH-7D [3, 2 - g ] < >^V~Jl/- 1 
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#5t#J5 : 2 - (4, 4-vpWI'-4, 5-ykh'P-lH-7P [2, 3 -g] 
###J6 : 2- (1, 4-yfcHPfiy [2' , 3' : 4, 5] v£D^>* 

[l, 2-c] tf77-;w- x^y-^ 

#%0"J7 : 2 - (7 - 7o^E - 4, 5 - yk h'D - 1 H-fi; [2, 3 -g] < 

>^7-;u- 1 — oio x*y-;u 

###J8 : 2- (7-3-K-4, 5 - i?t H □ - 1 H-fi; [2, 3-g] "T 

>M-)V- i --oi>) xi7/-;p 

#%#|9 :2-(7-^OD-4, 5-ykh'O-l H-^xy [2, 3-g] -f 
0:2 - (7-y h*->-4, 5-yk h'P - lH-fl/ [2, 3-g] 

4>tr*/-)v- i ->ow x^y-;u 

: 2- (8-j*3MU-4, 5-ykFP- lH-k7VD [3, 4- 

e] [i, 2] ^>x-fy^-^+i-7-ju- i —010 x?y-;u 

2:2 - (7^9^-4, 5-ykKo-lH-k , 7 , /o[3, 4-e] 
3 : 7 -3- K-4, 5-ykFP-l H-fX7 [2, 3-g] 
#%#Jl 4 : 7 -zfn=E-4, 5-ykh'P-l H-fxy [2, 3-g]-f>^7 
###J 1 5 : 2 - (7 -y^JU- 4, 5-^kh'D-lH-fl/ [2, 3-g] 

< >&)J—)V- i — ou) x^y-ji/ 

6 : 7 -X3MI/-4, 5-ykh'D-lH-fI/[2, 3-gH>*V 
7:2 - (7-^5 1 ^-4 > 5-ykh'O-l H— 7 □ [ 2 . 3-g] < 

>^7-;u- i -<)V) x?;~)i 

p%mi 8 : 7 -*?\>U-4. Ho- 1 H-7U [2, 3 - g] *f >*V 

9 : 7-< V7Ptr;U-4. 5-ykh'O-lH-fiy [2, 3-g] 
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###J2 0:2- (7-Ih^>-4, 5-yk HP— [2, 3-g] 

OfV-fr- i — f;W x*y-;u 

#%0>J2 1 

2- (1, [2' ,3' : 4, 5] i/>7Ul>& [1, 2- 

c] \d?v-)i>- 1 — r;u) x?/-;k). 5 o g*mt*?u>i 5m i izmm 

U ^n«C h'JX^;U75> 1. OOmKgft/^/XMcji/O. 2 8ml£ 

t*i**bWAii*Tft#tji*W7^5/^iTftiii/t.iaia« 

«JEE»«ft2- (1, [2' , 3* : 4, 5] x^P^ 

[1, 2-c] e^y-ji/- 1 -- ow x^;b ^^>xw-ho. 75 

##0J 2 1 tR«©^rj*fc«k 0 , ##0tj 2 2 £ 2 8 ott&m*%it. 
###J2 2:2 - (1, 4-yt Fofl/ [3 ' , 2 ' : 4, 5] ->7p^>? 

[i, 2-c] tf7i/-;u- i x^;i/ ^^>t.;ptJn^— h 

#%#J2 3 : 2 - (4, 5 - v t K □ - 1 H- 7 P [ 2 , 3 - g ] O^V*-^- 
###12 4:2 - (4, 4 - v*^- 4 , 5-yth'o-l H— 7 P [2, 3- 

g] 4>M-)V- i xef;u 1- 

###J2 5:2- (1H-7D [2, 3 -g] \--i)V) - 1 - * 

#%#!]2 6:1- (1H-7P [2, 3-g] < >? s J-)l- 1 --fJM^) 7* 
##0S2 7:1- (1 H-7P [2, 3-g] < >?V-)V- 1 - 

2-^?ji/7Pt!;u **>7ju*:r— h 

#%#J2 8 : l->^DA+yjh 2 - (1H-7P [2, 3-g] -f >?V-)\, 
2 9 

2- (1, 4-y'th'Ofxy [2* , 3' : 4, 5] v7P^>^ [1, 2- 
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c] tf7 , /-Jl/-l-'fJl') Xf^ ^^>XMt-hO. 7 5g^v/fM 
;VA7S K 1 Om 1 \Z®Mb, CtllZJ Vftjr h U "7 A 0 . 4 7 g £fln;L 7 O'CK 

SK^MEIMU 1- (2-7y'HlfJW -1, 4-yth'DfX/ [2' , 
3' : 4, 5] ->2D*>* [1, 2-c] ^7^0. 5 6g^lL 

2 9 (tlWJi^O^^^cfc 0 . 3 0^634 (Dit£WZ%fc a 

##0)J3 0:1- (2-7vKX5 L ;i/) -1. 4-yth'Dfi; [3* , 2' : 
4, 5] v£D^>* [1, 2-c] t°7V-;U 

3 1 : 1 - ( 2 - 7 ->* h'XfJW - 4, 5 -5?fc H □ - 1 H- yu [ 2 , 3 

-g] <>*V-;i/ 

###132:1- (2-7yh'lW) -4, 4 - S^^l-- 4 , 5-vfcb'O- 
1H-7P [2, 3-g] <f>^7-\M/ 

#%#J3 3:1- (2 -7->'K7'Dtf^) - 1H-7D [2, 3-g] -f >^/- 
###J3 4 : 1 - (2-7yH-2-y^D^yJl/XfJW - 1 H-yu [2, 

3-g] -r>*v-;u 

###J 2 1 Re* 2 9 <h|5]^©77&lC cfc 0 > ###'J 3 5 b 5 9 0Mfc£t)£#£:o 
###J35 : 1- (2-7yKlfW -4, 5-ytHP-l H— 7 □ [3, 2 

-g] -r>^7-;i/ 

#%#|3 6:1- (2-7vHx7;U) -7-:/Pt-4, 5-ybh'O-lH- 
T^X/ [2, 3-g] <>^V-JI/ 

#%#J3 7:1- (2-7vKx^;|/) -7-3-H-4, 5-yth'O-lH- 

[2, 3-g] -<>yv-)v 

###J3 8:1- (2-7yh'I^) -7-^DD-4, 5-vt h'D-lH- 

fiy [2, 3-g] -r>yy-ji/ 

##0iJ3 9:1- (2-7->*h*X7J^ -7-*h*->-4, 5-vth'D-lH 

-fx; [2, 3-g] 

##0ij4O: I" (2-7yFW) -1H-70 [2, 3-g] -f >^*7-JU 
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###J4 1 : 1- (2-7-/h'IfJW -8- 5-vtKP-lH- 
e7V*P [3, 4-e] [1. 2] ^>X-f y**-fr7-;U 
##0)J4 2 : 1- (2-7->*HX^;i/) -7-*3\H'-4, 5-ytFD-lH- 
\d?Vu[3, 4-e]^>777V-Jl' 

mM4 3 : 1- (2-7vFlfiW "4, 5-yth'D-l H— 7X/ [2, 

3-g] -f >^v/-;u 

##0H4 : (S) -1- (2-7vK7'at^) -lH-kT^/D [3, 4-e] 

#30*4 5 : (S) -1- (2-7vH7°Dtr;U) - 7 - *3\>U- 1 H- fcf 77 □ 

[3. 4-e] ^X^-tT-7-^ 
#%#i]4 6 : (S) -1- (2-7xh*7°dtf;U) -1H-7X/ [2, 3-g] 

##0J4 7 : (S) -1- (2-7->*H7'Ptf^) -7-^ot-lH-fx;[2, 

3-gH>^7-;u 

###j4 8 : (S) - 1 - (2-7yH7"Dk» - 7 -3-F- lH-^xy [2, 

3-g] <t>y*s-fr 

m&\4 9 : (S) -1- (2-7yH7"ot*;W - 7-^OD-lH-fI/ [2, 
3-g] 4>?V-)l> 

mmbO : 1- (2-7vHX^;U) - 7-^)V-4, 5-vtHD-lH- 

^iy [2. 3-g] -r>^7-;u 

##f45 1 : (S) -1- (2-7vH7°PtfJU) -7-/^-lH-^i; [2, 

3-g] <>*v-;u 

#%fiJ52: (S) -1- (2-7vF7W^) - 7 -IfJ^ 1 H-f X7 [2, 
3-g]<>^ 1 /-^ 

##^5 3 : (S) -1- (2-7vF7atf;U) -7-^-lH-7D [2, 
3-g] -0^7-^ 

##M54: (S) -1- (2-7vF7°Dt» - 7 ->f 77°P Y>)V- 1 H-7 

X/[2, 3-gH>*V-;u 

gM*0J5 5 : 1- (2-7vh*x7;U) -7-Xh*v-4, 5-/th'D-lH 
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-fx; [2, 3-g] -r>yy-;i/ 

###J5 6 : (S) - 1 - (2 -7vK7°Ptf;i/) - 3 -X3MI/- 1 H— 7 □ [2, 

3-g] -f>yy-;u 

###J5 7 : (S) - 1 - (2 -7xH7W;U) - 3 -7°Pt?^- 1 H-7P [2, 

3-g] i>yv-)i 

##0J5 8 : (S) - 1 - (2 - Ty^DtlJW -3-* h + y-lH-7D[2, 

3-gH>yy*-;u 

##0>J5 9:1- (2 - 7v H^O^v'JP) - 1H-70 [2, 3-g] <> 
#%#J 6 0 

1- (2-7yh'XfjW -4, 5-ykHD-lH-ny [2, 3-g] - 

-f>yy-;n. oog^wf>3 0miML, ^nic2, z-vouu 

-5, 6-/y7;-l, 4-^>7*/>2. 8 0g^MCTM> 8 Win 

MEEiiliiL?^^v'J^y;k^^A^Px' h7 , ^7^-T^U« 1- (2 
-7yFlfW -lH-fi; [2, 3 - g] -Y 0 . 7 3gWfe 

###J 6 0 ^^TJ&lCck 0 , 6 1^6 7 4 ©fl^ttfcftfc. 

###J6 1:1- (2-7y'h'If^) - 7-7*Ot- lH-fiy [2, 3-g] 
<f >?*/-)], 

###16 2:1- (2-7-7KX5 1 ;U) - 7-3-F- lH-fl/ [2, 3-g] 

###J6 3:1- (2-7yFlfJW \ H-Mv"Ju [3, 4- 

e] [1,2] ^>XV V*+1f7-;i/ 

##0iJ64:l- (2-7yh'IfJl/) - 7 - ^JU- 1 H- fcf 7 V'P [ 3 , 4- 
e]^>7^77-;P 

###i]6 5 : 7-3 — K-l [2, 3 - g ] >? S /—)V 

###J6 6 : 7 1 H-^xy [2, 3-gH >^7-ju 
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###|6 7 : 7 -{7 an - 1 H-fl7 [2, 3 - g] -f >?*/—)V 

###J6 8 : 1 - (2-7->'Fl^) - 7 1 H-fi; [2, 3 - g] 

###16 9 : 7 1 H-fi; [2, 3 - g] < >^/-)l 

###J7 0 : 7 -X^- 1 H-fI7[2, 3 - gM 

###J7 1 : 7 1H-7D [2, 3-g] <1>?V-)V 

###j7 2 : 7-< v^Dt;;u- lH-fiy [2, 3-gK>^/-;P 
###J7 3:1- (2-7yhW) - 7 -X h*v- 1 H-?XS [2, 3- 
g] <1>?*/-)V 

###J7 4:N- [2 - (1H-70 [2, 3-g] -f >^/—)V- X 
7-fe h7 5 H 

###J t|p|*©^ftCJ: 0 . ###J 7 5 Rtf7 6 0ffc£tt*»fc. 

###J7 5 : 7-^ h^rv- lH-fi;[2, 3 - gK >? x /-)ls 
###J7 6 : 7 -tert-7>;i>- lf/-fi;[2, 3 - gK >^V*-;U 

^ffi<D7-fe5 L ;i/fkS^tJ:0, ###17 7W7 8 ©{b^ftSrttfc. 
###J7 7 : N- [2- (4, 5-ytHD-lH-7D [2, 3-g] -f >^7 

###J 7 8 : N - [ 2 - (4 , 5-yth'0-lH-7D [3, 2 - g ] <>^7 
###] 7 9 

7JH*>»flrF. **<b^h»J^A0. 7 2 g{Z-7^5 1 ;U*Jl/A7 5 1*1 5ml 
£iP;L, Ctl(C###JlS:t/6 0tiiWC#?>tlfclH-7D [2, 3-g] 
-r>yy-;i/2. 6 0g©y7WM7SH (1 0ml) il^ilTl. 3 0 
ftmWLtz, K*«EK:3k?frT, 7D«lf^2. 10ml SriPA^tai? 

->^^7A^7^77^-TfHL (1H-7P [2, 3-g] 

V— ;u- i — r;u) «x^-;u2. 7 0g^fc. 

###J 8 0 
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5 Om 1 inc (1H-7D [2, 3-g] < 1 — OU) 

W&tx ! ?)\,2. 60g(Dfh7kh'O77> (10ml) MSrfiTFU MCT 

-0&£ftMLtz'&. 7K0. 4 4ml, 1 5 %?mit^ h U £ AtJc^O . 44m 
U 7K1 . 3 0ml £litt;t, MKT 3 0#^M#L£:l^ **7kraT^*v 

•7Ad:-ti^< hzm*., mic3 o^Jt^LTc. -^mm^v-i hiiiuDit, 

«£MJE-«U 2- (1H-7D [2, 3-g] <>yy-^- 1 X 
8 1 

2 - (iH-70 [2, 3 - g] >yv-)i- i — f ;W x*y-;n. 8 0 
gOy^fW^yK (1 5ml) »«K HJ X9=-;U7 5 > 4 . 20mliS 
0 3 -t!'Jy>i^4. 7 4gffly/fHW+y H (15ml) »«E*JnA, 

-TflMBU (1H-7D [2, 3-g] 4>M-)V- 1 7-feh7JUx 
t HO. 8 9 g 
###J 8 2 

7;i>=f>*WiET. TKSKfc^HJ^AO. 2 7g5v/fMM75 K (10m 
1) »«»C1H-7D [2, 3-gM>*V-;H. 0 0g«y7fM^A7 

5F (5mi) mmzfrmtrnTL. 3 o#ratt#Lfc. mic. Rj&ttfcakjfrT, 

7Dtr^>^-=lr->H0. 5 2ml fciJBAMTM 1 f^Jf #L£o SJSffiSrJKTK* 

(ih-7o [2, 3-g] -r >^7-;u- i -<;u) 7°da-> 

- 2 — ;U 0 . 5 9g*Sfc. 

#%#J8 3: (J?) -1- (1H-^7Vp [3, 4-e] ^>X*+U-y-;i/- 
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i — nv) -2--?un;-)\, 

###J8 4 : (R) - 1 - (7 -*?-)V- 1 H- t?5V*P [3, 4 - e] 'OXt 
###J8 5 : (/?) - 1 - (lH-fi; [2, 3-g] <i>9'/-)V- 1 -- f;W 

- 2 -7pav-;u 

###J8 6: (J?)-l-(7-yat-lH-fi;[2, 3 - gM >y*/—)l 

- i — f;w -2 -7*pa/-ju 

###J8 7 : (i?) - 1- (7-3-K-lH-fi; [2, 3-g] < 

i --oi/) -2-7°pav-;1/ 

###J8 8: (i?) - 1 - (7 -fJUU- 1 H-fx; [2, 3-g]-f>^V- 

i — - 2-7*D/ty-;i/ 

###J8 9 : (fl) - 1 - (7-pWU- 1 H-fj; [2, 3-g] < >^V/- 
)V-\-^)V) -2-7°PAV-JU 

###J9 0: (J?) -1- (7-I^-lH-fx;[2, 3 - g] -f >?V-)l 

- i --r;i/) - 2-t*pav-;i/ 

###19 1: (i?) -1- (7-/fJb-lH-70 [2, 3-g]<>?V-^ 

- i --r;i/) - 2 -7*dav-;u 

###192: U) -1- (7HV^OtfJHlH-?xy[2, 3-gM>*' 

i -2-7°p/nv-;u 

###19 3: (i?) -1- (3-^h + y-lH-7o[2, 3-gH>?V-JU 

- 1— f;p) -2-7pav-;u 

###19 4: (S) -1- (1H-7U [2, 3 - g] -i >¥V-)l- 1 -4 )V) 

- 2 -7"o/V-A 

###19 5:1- (1H-70 [2, 3-g] <i >?V-)l- 1 — f JU) -3. 3, 
3 - HJ 7^^-P- 2 -7°PAV-;U 

###19 6 : 1- (1H-7P [2, 3-g] ■< 1 -2--> 

7PA^ity-;i/ 

###i)9 7 : (R) — 1 — (3-XfJHlH-70 [2, 3-g] < >?*J—)V 

- 1 -- r;w - 2 -7°pAy-;i/ 
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9 8 

#%#J8 2> 2 1 02 9£Htt©2fi£CJ:«3. ( S) -1- (2-7vK7*D 
tf;W -1H-7D [2, 3-g] -f >yy-;i/S:#fc. 
9 9 

i5ml *rh7t h'D77>5m 1 (1H-7D [2, 3-g] 

<1>y*/—)V- 1 --f;i/) 7-t hJfr'rt HO. 30g<7)xb7hFD77>(5 

^-TfflfSlUl- (1H-7D ( [2, 3-g] -f >M-)V- 1 -4M -2- 
77/-Jl'0. 29g^flL 

9 9 £(^©7j&t «fc 0 . #%#J 100^6102 (DitSWZmtz. 
##0U 00:1- (1H-7P [2, 3-g] < >9V-)V- \~^)V> -2- 

fc#m 01 : 1- (1H-7D [2, 3-g] -f >9'/-)V- 1 -'OW -3- 
*f\^-2-7**7-JU 

##0U 0 2 : l-/7DA^->^-2- (1H-7D [2, 3-g] <f 

l x*7-;i/ 

1 0 3 

5-7U;U-4-**V-4, 5, 6, 7 -x h 7 1 Kd^>7 [b] ft7i 
>1. 8 0 g, m6tik*Z$V-t*2 5mg, 7k 1 5 m 1 . v^+-!t>4 5m 1 frb 
fc*8«l;:, K^*2 4-2 6 c C(C^^^^e,)ii37«7"hU7A4. 2 0 g 
fcffc^KiJO*., SIT3lSflW8^Lfc. RfcttfcSKX^^Hlffl Lfcft- Ill 
2 %r«i?^HJ 7 A7j<im *, «7K©|litc»L^i7K«T^ 

hy^^f-flSU (4-^*7-4, 5, 6, 7-fh7tFP^>V[b] 
ft7x>-5-<JW 7-fe hJJVrt H 1 • 3 3gfcf»t. 7^ftH#l. 3 
2g, N-7tfJHfU>y7S/l. 3 9 g£ HUX75 0m ICiSIU d 
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ftM>7 7-7M>i 1 0mg£jbD*£l5fcT5*£S*Lfc#<6 3liSMa8t 

*tt*#J«:**«, METOLN- [2- (4, 5 - vt Ha- 1 H-^JLJ [2, 
3-g] <>h*-;U- 1 — f ;W 7-th7S. H 1. 3 8g§ifc. CflMfc 

£^b, ##fiJ6 0 tP0*^feH«kON- [2 - (lH-7-iy [2, 3-g] 
OK-JU- 1 -<M 7-feh75K£»fc. 

7 9 fcEH*©#fek: J: 0 , #^f>l 1 0 4 b l 1 5 
###!J 104:2- (1H-70 [2, 3 -g] < >?V-)V- 1 ~-f ^) 7nt° 

#%#Jl 05:2 - (1H-7D [2, 3-g] -f >^7.-JU- 1 — OU) 7-feh 

###J 106:2- (1H-70 [2, 3-g] -f >^7-JU- 1 

10 7:2- (3 -JLJ-)V- 1H-70 [2, 3 - g] < >jf*/-)l- 1 - 

7-izhxh'j;u 

##00108: 2- (1, 5, 6, 7 -7 h v t H □ d^>* [ f H >^7- 

i ->f ;u) 7-fe h- h u;u 

###J 10 9: (7 -X7;U- 1 [2. 3 - gH >*V-;U- 1 --f ;U) 

7-th- hj ;u 

#%0U1O: (7-<77'ot>- lH-fxy [2, 3-g]<>^7-^-l 

— -ow 7-feh-hU^ 

##0U 11: (1 - (2 -*7JU- 2- - hD- 1 - 7'nE)V) - 1H-7D[2, 
3-gH >#*J—)V 

##«112: 1- (1- t -7'h + y*M-JP71f7 c y>-3-'fWfM 
-lH-7o[2, 3-gH>^7-;P 

##W113: 1- (1 - t -:/h*v#^#xJU7-fcf7v>- 2 --f;M7JlO 

-ih-7o[2, 3-gH>y7-;u 

##0IJ1 1 4 : 1 - (1 -^>->*;i/tf^U >*>- 3 — f JM7;U) - 1 W-7P[2, 
3-g]-f >^7->)l> 

22 



WO 98/56768 



PCT/JP98/02S79 



&%W1 15:2- (lH-k'^'/o [4, 3-h] +/'J>-1- <f;U) 7"fe h 
1 1 6 

6-fc h*D + ->- 7 -75 y?V-)VQ. 4 0 g^^l/hfiSifX^H Om 
1 £g£L. 2^PflioSftjiaELfc. j*JETa*ttE£g*U Si* £ 

x'J*y;U^7A^DT h^77-f-TilL 1 /-/- ti^/P [3, 4-e] ^> 
X-tttV-fr 0 . 3 1 g fcftfc. 
#%f?ij 1 1 7 

1 6 tWim<DjjmzJ:0, 7 1 H- M^Ju [3, 4-e] 
###J 1 1 8 

->£d^>? [ f M >^/-;U- 7-lH-t>0. 20g(Dh'J 7)l/*affl£ 
(2ml) i»;h'JlfJk>7> (0. 5 6ml ) &7ktf;T1)QX. IIT'1 4P# 

7-f-T»8Ll, 5, 6, 7-xr-7th*D->*n^>*[fM>* r '/-;i,0. 
0 8 gfcfcfc. 
##£'J 1 1 9 

5-Xh + y^J|/^-4-^V-4, 5, 6, 7-fh7t h'D^/V 
[b] 75>3. 0 0 g<0X*y-Jl, (5 0ml) »»C t H 5 ->*>-7k$n#j£*P 
4P#M#L7 v c, M£MJET®£U ^+"!t>/»lf JbT» U 
^JET^1--5di(cd;oT4, 5-vk Hp- 3 - k !'□ + •>- 1 H-7o[2, 
3-gH>^/-;U£fc£. $6ttfcft£ttl. 5 0gCD, 1, 4-v^-++h> 
(10ml) . (20ml) *«tCv7 , /^^> (2 e q) £JnAM 

Lfc. mtk>? PP*;i/ASrffl^T^!f|, ^P^7K^7"hU'7A7K^^T : »L, 
t#bnfcffll^«7K?i^y-h l J'7A^ffl^T™L/c (> $S»J»5&^ 

w# e>nt jsaE 7^707^777^ -tn 1 4 , 5 - v t 
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HO- 3 1 H-7P[2, 3-gM>^/-;U0. 8 0g5|fc. : 
©{fc£tt«fc0. ###J6 0 tPl^CO^tCctO, 3-/^y-lH-7D[2. 
3-gH>^l/-JH£»fc. 

i <tiBi«©^ffic«t»3. ##f'J i 2 oarjt i 2 i o<t^4to&»fc. 

###J 1 2 0 : 7 -/7DD-4, 5-yth'D-lW-fi; [2, 3-g]f> 

##0ijl 2 1 : 7-*5F-;b-4, 5-ykh'D - LH-fiy [2, 3-g] -f > 

1RW6 0 t^O^ffitCkO. 1 2 2^b 1 2 4®ffc£$£»fc. 

#%#J 12 2: 3-/^;i/- 1H-7D [2, 3 - g] -f 
#%#J 12 3: Z--fuM)V- 1 H-7D [2, 3-g] •< >^V— JU 
###J 12 4:3 -X?\)|/- 1H-7D [2, 3 -g] < ># y J-)V 
###1 1 2 5 

###J 2 IRtf 2 9^:151^(7)77^13^ 0, 1 - ( 2 - 7 x K - 3 , 3, 3 - HJ 
7M0 7*nejW -1H-7D [2, 3-g] -f >^V-^£l#7Co 
HMfiJ 1 

7;U=f >«8ET. 7K^b'J^^A7;U5^7A0. 1 8 g*f h7kh*077> 
10mll:ii^t, utlCMT, 1- (2-7vKxf;W -1, 4-ytH 
Pfi; [2', 3' :4, 5] v?0^>? [1. 2-c] tf?V-;K). 5 6 
g0fh7tKD77>(5mi) mm^m^3 0#Mflt#Lfc. Ktiimz*? S 
-)V*1x\xm\<nymiV)V^i±7)\'*-Vk>*ftML. HlC 7K0. 1 8ml. 
1 5%7K^ft^hU'7A7K^^0. 18ml,7K0. 5 4m 1 SrlE&jjn*. 3 Ofrffi 

7^7A7n7h7'77^- («: ^□□*Jl/A//^/-;i/=9 5/5) THf 

^;i/^^iPA4i;fc^^^?ltTO, (1, 4-ykHDfiy 

[2' , 3* : 4, 5] ->^D^>^ [1, 2-c] ¥?V-)l>- 1 — f JU) X-7 
;U7 5> lfiftitO. 4 2gSrife. 
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mmm2 ■. 2- (1, 4-->*t nafxy [3' , 2* -.a, 5] ->7p^>? [1. 

2-c] tf7 v y-^-l-fJH If^7S> 

I^: 1- (2-7vHl^) -1, 4-yth'Dfi; [3' , 2' : 4, 
5] v£D^>£ [1, 2-c] tf^V-^ 

M0iJ3:2-(4, 5-y'tKo-lH-7P [2, 3 - g] -f >yy-;L— 1 
Kfi: 1 - (2-7yh*X?JW -4, 5 - v t K □ - 1 H- 7 □ [ 2 , 3-g] 
£1&m4 : 2 - (4, 5-ytHD-lH-7P [3, 2 - g] -f >?*J—)V- 1 

--r;i/) x7-^7$> tttttt 
Jfftf : 1 - (2-7y FlfJW - 4, 5 - S? t H □ - 1 H- 7 u [ 3 , 2 - g ] 

»#!|5 : 2 - (4, 4-v*3MP-4, 5 - ->* t H □ - 1 H- 7 P C 2 , 3-g] 

< >^/-;u- 1 ;w x^;U7$> 

M^: 1- (2-7-7KX5 1 ;!/) -4, 4 - *>*;*3Ml/- 4 . 5-y'th'D-lH 

-7o [2, 3-g] f>^y*-;u 

*JSW6:2-(4, 5->'tFo-lH-fx; [2, 3-g]-f>^/-;W- 
l ;io X3MU7S > 
TO: 1- (2-7yh'IfJW -4, 5-yth'D-l H-fiy [2, 3- 

g] o^v-ju 

»#J7 : 2 - (1H-7D [2, 3-g] 4>?*J—)V- 1 -- f ;W - 1 - ^f 1 

;bx^;u7$> 

lift : 1- (2 -7^ K7*Pkf;U) -1H-7D [2, 3-g] -f>7'7*-Jl^ 
*K50i]8 : 1 -X5 1 ;!/- 2 - ( 1 H-7P [2, 3 -g] -f >?V-)\>- 1 --Ol') 
X^;U7 5> 

J»»: 1- (2-7vl*7*3Ml/) -1H-7P [2, 3-g] 
mmm9 : l-y^P^y^-2- (1/-/-7D [2, 3-g] ^>?^-)V- 
l-*f;U) If;i/75> ififttl 
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10:2- (lH-fiy [2, 3 - g] -i >$>'V-)V- 1 31^)1 
75 > mfciM. 

1- (2-7yh*XfJW -lH-fiy [2, 3-g] -f >^ V-JU 
(S) -2- (1H-7D [2, 3 - g] < >*V-;U- 1 -<JU) 
-l-/^Hfjl/7S> 
BOB: (S) -1- (2-7^K^Ptf;i/) -1H-7P [2, 3-gW>^ 

»0U 2:2- (1H-7P [2, 3-g] 1 )l- 1 )l) 

<)7)Uru*J-)lx.^)l7^y 

^SS^Jl 3:2 - (1H-70 [2, 3-g] 4>? X J—)V-1 :>7DA 

##«8 2, 2 1, 2 9&£/»#iJ 1 <h^©^r&(Z«fcO, 4M'l 5 

©ffc£tt«r»fc. 

&&601J1 4 : (S) - 2- (7-*h*y- 1 H-fl/ [2, 3-g] -f >*V 

-ju- l - i -*^;n3\iU75> 

S« : 7-* h*v- 1 H-fiy [2, 3-g] -f >*V-;i>fttf (R) -7° 
HJSFll 15: (S) - 2 - (7 -lert-7*3\>U- 1 H-fi; [2, 3 -g] 

2V-ju- i - 1 -^^;i/X5 L ;u7 = > mkM 

mn: 7 -terl-7*3Ml/- 1 H-^xy [2, 3-g] < >W-)VBt& (/?) 



2 1, 2 9, 6 ORtf£i60!ll <tH«IO*i*m;0. 3-tert-7> 
;i>-4-:**7-4, 5, 6, 7 -fh7k h'D^W [b] ft7x>^b2 - 
(8-tert-7*5MU- lH-fiy [2, 3-g] O^/-^- 1 

1 7 

##«2 1. 2 9, 6 0R^«l»J 1 tfflm<Dl3m\Z&r). 2- (7 
4, 5-y'th'D-l H— 7 □ [ 2 , 3 - g ] 1 >?V'-)l~ I -- f ;W X* 7 - 



KS^J l 6 
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)Vfr*>2- (7-^-lH-7D [2, 3-g] -f >^/-JU- 1 X 
M0O 1 8 

##W2l, 2 9Rtf£ffi0U£ro»©£ftl;:J:D, (S) - l- (lH-7o 
[2, 3-g] -r>*v-;u- i — r ju> - 2 -7d/v-;I/^<=> (/?) - 2- (i 

W-7P [2, 3 - g] -r >^*7-;!/- 1 --f ;|/) - 1 -*3=\H/X3\)U7S > 2 
»#'J 1 9 

1- (2-7->*h'lfJl/) -7-7P--&-4, 5-/hFo-lH-fl/ [2. 
3-g] 4>?V-)\>0. 32g§fh7th'D77>10ml C8A?U dill I 
hij7i-MX7O0. 3 1 g MKT 1 tSWHEttLfc. £tC h U 7 

xx;l/*77^>0. 3 1 g^*PA H^IBHjPj»a»ELfcft. 7K0. 03g£t)0*.. 

^UttiCU 7PP*;UAT&fctiLfc. W«Ji££fc-t!\ ^tKBS^T ^ v ^ AT 

77^- (jiijt: 9uu*)vi±/ s-fr/mayy^-Tim^ 20/1 
/o. 1-10/1/0. 1) tin, ;n^y-jn, 5mic»*L, 

:W;4N»ilfJbiiO. 15ml £Jjp*., iCfciSfl^JtHMfc. »JEK 
j®L2- (7-7d ; &-4, 5-ytFD-lH-fiy [2, 3-gW>7*7 
-)V- 1 I^7 5> l^^O. 16g€r»/t. 

1 9 tW*o*}*lc«k 0 . 2 Ofr<=> 4 2 ©fc£*j*ftfc. 

nmm2 0:2- (7-yat- 1 [2, 3 -g] < >?v-)v- 1 - 

-OU) x^ji/7S> 

mm : 1 - (2 -7y KX^JU) - 7 -7p ; 6- 1 H-7"X/ [2, 3 - g] <i 
mmm 2 l : 2 - ( 8 - * 4 , 5 - •>* t h* □ - l H- Vn [ 3 , 4 - e ] 

[1, 2] ^>x-fvw;-;i/-i-'fji') x^7s> ttawfc 

2:2- (7 1 H-t?77P[3, 4 - e ] ^>7>7 
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1— 1M I^;U75> 

HM2 3: (S) - 1 -*?)V-2- (lH-tf^^P [3, 4-e]^>X* 

+u-v-ji'-i-'f;i')ifH5> y^)mm 

mM®l2 4 : (S) - 1 2 - (7 lff-^'/D [3, 4 - 

e] ^>X**UV-<H'- 1 --OlO X^;U75> 7 7JHIII 

«#'J2 5: (S) -1-^^-2 - (lH-fl/ [2, 3-g]<>?V- 

;u- i — r ju) x^;u75> 77j«i 

IKft: (S) -1- (2-7vK^Dtf;i/) -IH-fi; [2, 3-g] <> 

*^f>|2 6: (S) -2- lH-^xy [2, 3 - g] < >? s /-)l> 

- 1 -< M - 1 -*3\H>X3\fc75 > 

(S) -1- (2-7vh'7*Ot°Jl^) - 7 1 H-^xy [2. 
3-gH>^V-;i/ 

«#J2 7: (S) - 2- (7-3-F-lH-?I/ [2, 3-gW>?V- 

l -- f;u) - l -*^;px^;w7'S> 77j« 

TO: (S) -1- (2-7v J H7°Dtr^) - 7-3-F-lH-fi; [2. 
3-g] -<>y s /-)l 

mMM2 8: (S) - 2- (7-^an-lH-fl/ [2, 3-g] -f 

i - i -*^)Ijl3-)V7^ > 7TJi/g?^ 

WM: (S) -1- (2-7^H7°Dtf;i/) - 7-^DD- lH-fi; [2. 
3-g] -f>?V-Jl> 

*^>J2 9:2 - (7-/5MU- lH-^X/ [2, 3-g] 4>?V-)V- 1- 
TO: 1- (2-7-7h'IfJP) - 7 - * 3^- 1 H-fx; [2, 3-g] -f 

>^y-^ 

lTOiJ3 0 : (S) - 1 -*^-;U-2- (7-^^-lH-?x; [2, 3-g] 
TO: (S) -1- (2 -7vh*7°Pt°;i/) -7-^fJklH-fi; [2, 

3-g] ^>^v-;u 
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mmWZl: (S) -2- (7-If^-lH-?xy[2, 3-g]-f>^y-;u 

- 1 --i)V) - l -^^;l'X5 : -;U7 5> 7?J«« 

TO: (S) -1- (2 -7v K7'at°;i/) - 7-If JhlH-fl/[2, 

HM#'J32: (S) -1-^-2- (7-^-lH-7D [2, 3-g] 

TO: (S) -1- (2-7vK7ofcf;iO -7-*3\>U- 1H-7D [2, 3 
-g] -Y>7V-^ 

»#J3 3: (S) -2- (7 77Ptf;t/- 1 H-^xy [2, 3-gH>^' 
1-4)1) - 1 -^5 1 ;i/X5 1 A7S> 
TO: (S) -1- (2 -7vK7DtfJU) - 7 -< V7d fciJU- 1 H-fiy 

[2, 3-gH>^v-;u 

HOS0J3 4 : 2 - (7 -X h^^- 1 f/-fiy [2, 3 -g] -f >^7*-;U- 1 
-4)1) x7Jl/7 5> 
TO: 1- (2-7yFlfjW -7-Ih + /-lH-fiy [2, 3-g] 

mi&m3b: (S) - 2- (3-IWI/-1H-7D [2, 3 - g ] <i >?V'-)l 

- 1 — T JU) - 1 - ^^)VJL^-)V7^ > 2£tt% 

TO: (S) -1- (2 -7vK7oe;U) -3-I^-lH-7P [2, 3 

-g] <>^'7-;i/ 

«#J3 6 : (S) - 1 2 - (3 - 7Dt°;U- 1 H-7P [2, 3-g] 

-r>$>V-;i/- i x?;u75> 2£tttt 

TO: (S) -1- (2-7yF7'Dt , JH — 3 — 7°D \i)V— 1 H— "7 □ [2, 
3-g] 4>9*J-)\, 

$mmZ7 \ (S) - 2- (3-^^y-lH-7D[2, 3 - gH >7V-;l/ 

TO: (S) -1- (2-7vH7ae;U) - 3-/h^y-lH-7D[2, 
3 -gH 

9mm S 8 : 2- (7 -3-K-4, 5-ytFo - 1 H-fxy [2, 3-g] 

29 
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TO : 1 - (2-7 ->* b'X^) -7-3 — h* - 4, 5-yth'O-l H-^X 

y [2, 3-g] <>yy-;u 

mmm3 9 : 2 - ( 7 - 3 - f - 1 n-fi; [2, 3 - gw >yy-;u- 1 - 
•f;W x?^7=> ttttt 
TO: 1- (2 - JyHxfJW -7-3-K- lH-fi; [2, 3-g] < 

nffiM4Q : 2- (8-^-7^- XH-Mv'Jn [3, 4-e] [1, 2] ^>X 
<y**it 1 --OlO ^HE^ 

TO: 1 - (2-7yh'Xf;W 8-^)1- 1 H-fcf^V/a [3, 4-e] [1, 

2] ^>x*r ytf+u-y-;!/ 

£J60i|4 l:2-(7-*h*v-4. 5 - V t F □ - 1 H-^X J [2, 3-g] 

ow-b- 1 -<;u) x5 L ;i/75> j&gKUfi 

TO: 1- (2-7->*h'X^;i/) -7-/h + v-4, 5-yth'D-lH-f 
iy [2, 3-g] O^'V'-JU 

»#'J4 2 : 2- (7-*DD-4. 5 - v t F P - 1 H- ?X J [ 2 , 3-g] 

o^y-ju- i i^7$ > 

TO : 1 - (2-7y Fx?^) -7-7DD-4, 5-yth'O-l H-^X. 
J [2, 3-g] -f>yy-;Ufr 
3 

[2- (1H-7D [2, 3-g] -f >^y-;u- l X^;i/] 7"lzF7 
5h'0. 5 1 g©Xf-U>7'U u-;U (2 Om 1) »»K:*»{t;& U £A 1 . 6 0 
gfcJllAl 7 0 < CT2R#raift#Lfc. Lfc«. *T4&RL, 

^AWlf;. ttiK*iJ&tt£& Mail, #btlfc?IMyU*y^7 
A^7D7h^77^- ($8lfc: ^□□*;PA//^/-;P=9 5/5) TfltSSiL. 
2- (1H-7D [2, 3-g] < >yy-;U- 1 -<;U) X3=-;U7 
t#bnfc2- (1H-7P [2, 3-g] O^V-JU- l-'OlO X3MU7 5> 
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finA£i;fc*g&£«E&. «EttttU2- (1H-7D [2. 3-g] -f>^/- 
^JfiW 4 4 

##W6 ORtf**W4 3 tlBlttO^tttiON- [2- (4, 5-7tFo- 

1 H-7D [3, 2 -g] -f >*V-;u- i x^i/) 7th75 Ffrb 2 
- (1H-7P [3, 2-g] -f >M-)\,- 1 -- f ;W IWS> ifigafi* 

&. 

3I»J4 5:1- (1H-7D [2, 3-g] O^V-JU- 1 -'OM3 1 Jl') 7 
«f!l4 6 : 1- (1H-7P [2, 3-g] -f >?^-)V- 1 - 

2 -/^;u7 , atr^7 5 > 

»^J4 7 : 2 - (7 h*->- 1 H-7X/ [2, 3 - g] < >?V-)V- 1 

— r ji^> x7;i/7 = > mm. 

Mft: 1 - (2-7v HX^JU) - 7 - * h*-> - 4, 5-yfch'O - lH-f 

xy [2, 3-g] <i>M-)i 

»#>J4 8 : 2 - (7-7DD - 1 H-fX7 [2, 3-g] 77V-JU- 1 - 

-f;U) x^;u7S> 

IKtt: 1- (2-77Hx^;U) -7-700-4, 5-yth'P - lH-fl 
7 [2, 3-g] <>^7-;U 
USS^J 4 9 

HJS#'J4 3 £|W]®<Z)7J&(C=fcD< 2- (lH-fxy [2, 3-g]-f>F-;U 
-1— f;W X-7JI/7 5 >^t#fc. 

njs^i i trnfiw^mizk o . ^« 5 o 5 5 <D<t&h*&it. 

%mWS 0 : 2- (1H-7D [2, 3-g] -f >^l/-JI/- 1 -- OU) 7°D t> 
75 > Jfi&g 
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Hft:2- (1H-7D [2, 3-g] <i 1— fJU) hf^X h 

H^J5 1:2- (lH-tf^Vn [4, 3-h] *;'J>-l-<^) x^^7 

TO : 2- (1 H- t5 7D [4, 3-h] >J >- 1 — T JU) 7iz hx HJ 

^5lfiJ5 2 : 2- (1, 5, 6, 7 -x h 7 t H O I/O D'O* [ f H 
- 1 -4)V) Xx;U75 > 2ttUftifi 

M#>J5 3 : 2- (7 -XxJU- 1 H-xX/ [2, 3 - gH>^V-^- 1 -< 
TO: (7-IfJl/-lH-?x;[2, 3-g]-f >^V/-;P- 1 -<i)V) 7-fe 

»F!l5 4 : 2 - (7-<V7'n^- 1 f/-f!7 [2, 3 - g] -f >?*/-)l- 
1-fJl/) I^75> 

TO: (7— f v^Pk°;u- i h-?i;[2, 3 - gK >^/-;u- 1 
7-ir hxHJJU 

£8S0IJ5 5:2- (3-XxJU- IH-OU [2, 3-g] -f/f/-^- 1 
;W X^Jl/7 5> 2^^ 
TO: 2- (3-If^-lH-7P [2, 3-g] < >?V-;U- 1 - -fJIO 

7-tKxhu;u 

#%#y 7 9 ru^m^ i ctm^oTjffit'^ d , $mm 5 6^5 7 wtstozmz. 

mmmS6:2-(7, 8-vfc h'D- 1H-7D [2, 3-g] ^>yv-)^- 
1 --OU) X^JU75> 77J^1 

TO: 7, 8-/th'o-lH-70 [2, 3-g] -f >#'/—)V 
»F'J5 7:2 - (7 -iert-7>;i/- lH-fX/[2, 3-gH>^7-;P- 

TO: 7 -tert-y^^- 1 H-^jl/ [2, 3 - g]1 >¥V-)l 
5 8 

###J7 9 tmm<Dl5mz&r)> 3-/^-lH-7D [2, 3-g]<>^ 
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'/-;u£ (s) -^^>7>;i/*>i? (i -^>v;u^+->^^#-;utfPU v>- 

2 — T JP) (S) - 1 ~'<>z?)ltt'>%)\f#~))'-2 - (3-pWl/ 

-1H-7D[2, 3 - g] -f >yy-;U- 1 -sUV^f-M fcfn'J v>£*#fc. 
^n^X^y-;U (2 Om 1 ) fC}S»b. lO^/^y^A-KlO. 0 6g£jJP 

iflU »Jt*«JBEB3cLfc. »fcnfc»ailC**/-;U3m 1 £fiP AT it. 

#u ^*uz4NttRiHftx^p}Stti omi san*., #e>nfcs 

(S) -3-*3\^-l- (tTa«J> 7 >— 2 — f )\z^J-)V) -1H-7P 

[2, 3-g] 4>9V-)V 17g<H#7c. 

«#<J 5 8 tim<Dj5mz& 0 » i*«J 5 9 b 6 2 ©flS^ttfcWfc. 
«0I5 9 : (S) -3-X3MU-1- ( fc! □ 'J ->* > - 2 - -f JM ^ - 1 H- 
7 0 [2, 3-g] 4>?*J-)\, 

*1ISW6 0 : l-[ (i?) -2-tfO | jy^WfJH-lH-7o[2, 3-g] 

HJ£#'J6 1 : 1 -[ (S) - 2 -tfo'J yZJMfJW- 1 H-7D[2, 3-g] 
K» : lH-70[2, 3 -g]<>yy-;Ut (S) - (1 is ft 

;^x;ut°au 2 — r;u) ;*^>t^*7— h 

$ffiffl6 2:1- (2-tf^'J vJM^MU) - 1 H-7D[2, 3-gH>^\/- 



1- (2-*3MU- 2-Xhd- 1 -7*DfcMlO -1H-7D[2, 3-gM> 
?*/-)V0. 3 7 g©**/-,M/ (.1 Om 1 ) jSSncKffcS&O. 0 4g&?JP;i7k 
^HEflflT, S»T2 4P#WUa#Ufc. KJfc»tt*-fe?'f h&ffl^TMU 



.J60IJ 6 3 
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ft: 7PP*Jl,A/^/'-;i//!§*n7> ; EX77k = 10 0X10/1) T*t§S!L 

;-^/iixf j^t 4 NMigx^Mitiit^ c tcj; •? o . i 

4gW2- (lH-7n[2, 3-g]-f >?*/-)V- 1 - 1, \- ! J*9 

«0J 6 4 

2- (ih-7p [2, 3-g] oyy-ih i — r;w v^p^>^y>o. 

5 0 g£x*/-;H 0 m 1 K»#L, tni:k Ko*->JP75> HK^O. 4 

3 gRtftfu y>2m i ^jg*.. i mmmmMLtz. fcfom*lfcW&* 

ffi«l£H»&#tt£«fc9. y7Xf l/t7-0W7M3©2- (1H-7P 
[2, 3-g] <>^/-Jl'-l-'fJW y^O^>WS> 7T;i4»lfc£f# 

^M^J 6 5 

*JSW6 4tWI*0^»C«l:D. 2 - (1H-7D [2, 3-g] <f >^>/-;U 

- i --r - i -7x-;ux^;u7 = > o. 57Tji/*tt*»fc. 

^Mi#'J 6 6 

1 - (1 - t - ■7'V*isjl)VX-)V7M^'s>- 3 — OM^MW -1H-7D 
[2, 3-g]-<>yv-^0. 4 6 g WSilf Jl/ (10ml) illi: 4 NliSI 
mx?)V®m (3ml) eniMT4^WL/:. »a*»JET«*L&©-6. 

7K^7-h | J9A ; £ffi^T^#L7c, ntim&i&&&> mm^^m intern 

i) T-fifSSU ^^y-;i//@^x?;u^f 77jnfetffllt5i:ti:«k0 2-7 

pp^^)U-3- (1H-7P[2, 3 - gH >W-)V- 1 7WJU7 

5> 77«0. 1 9g^#fc. 

»£'J6 6 ili]«CD77^lCci:(9< HJ60*J6 7&tf6 8 

H$j#J6 7:1- (7W'/>- 2--f)M9 1 )l') - 1 H-7P[2, 3 -gM > 
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mfA: 1- (1- t - y h + y*M-^7W> - 2 -'f JWf ;w - IH 
-7D[2, 3-gH>^V-^ 

8 : 1- (7^ ; Js- )l*3-)V) -1H-7D[2, 3-g]-f > 

TO: l- (1 - t -7* h^->*;i/^-;i/7if5 : -v>- 3 --TjU^^JU) -1H 
-70[2, 3-gH>^V*-;i/ 
»#'J 6 9 

###J1, 6 0&«« 1 illl^CD^^iCctO, 4-^*7-4, 5, 6, 7 
-fh7th'n^>>/[b] 77>i3-th'7-/y- l-^>V-fJ^oUy> 
(1 ~^>7<;U- 3 -tfD'J -1H-7D[2, 3-gH>:?' 

7-;u^<=>i- (tfou-7>-3--r^) -1H-7D [2, 3-g] -o^v- 
mm 7 o 

i- (i -^>7;ue^u> ; >-3--r;u^^jb) - ih-7d[2, 3-g] 

<>y7-Jl/0. 1 7 g©y*7noi^> (2 0ml) mW.\z.2-$uuj^J-)V9 
□ □*;M-h (o. 15ml) ^iP^iP#ftjl^Tl 3Htr a 1)t^b> ^Wt^^^y 

(20ml) *m?LZ z\zmmmtfiiT3m*wmLtzo ®m*mj£T%£Lfz 

*7A7D7h7'77^- (?§M: ^□□*;UA//7/-Jl//tgfrl7> ; Er.7 
#=100/10/1) T*f§3U :tl^^^y-il//SSfXfJ^l?4Ni|iS 
^X^Jl/dimT^CltiCctO 0. 05g©l - (3 - tf^Uv^M^) -IH 

~7o[2, 3-g]-r>^'7-^ 2tm&znfr. 
%mm 7 1 

#%f>Jl, 2 1, 2 9, 6 0S^|«1 £|h]*S<Z)7J&!I£9> 2- (7-7-fe 

^;u75y- i /-/-fi; [2, 3-g] -r y^/-)v- 1 — r;u) i^7^> 
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Rf. : 
Ex. 

NMR : IWIX^^ Ml/ OI#SBLftV>fiS!3DMSO-d 6 , TMSrtftMR?) 5 : 
m/z : KftftM (m/z) 
Me : 

Et : X^jUg 
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2-1 



Rf. 




1 


NMR : 2. 70-2. 76 (2H, m) , 2. 90-2. 96 (2H, m) , 3. 72-3. 78 (2H, m) , 4. 32 (2H, I) , 4. 93 (1 H, t) , 
7.30(lH,s) t 7.46(IH.d),7.49(lH,d) 


2 


NMR(CDC1 3 ) :3. 25 (1H, 0,3. 45 (2H, s), 4. 06-4. 11 (2H, in), 4. 3o-4. 38(2H,m), 7. 1 1 (IH, 
d),7.28(lH, d),7.42(lH,s) 


3 


NMR (CDC 1 3 ) : 2 . 89-2. 95(4H. m) . 4. 06 (2H, 0,4.32(2H, I), 6. 58(lH,d), 7. 29 (1H, s), 7. 3/ 
(lH,d) 


4 


NMR (CDC 1 3 ) :2. 78-2.81 (4H,m),4. 0o(2H, t),4. 50 (2H, 0,6. 39(lH,d), 1. 30 (IH, s), 7. 3/ 
(1H, d) 


5 


NMR(CDCIj) : 1 . 29 (6H, s) , 2. 75 (2H. s) , 4. 06 (2H, 0 , 4 . 32 (2H, 0 , 6. 59 (IH, d) , 7. 32 (IH, 
S),7.38(1H, d) 


6 


NMR (CDCI 3 ) .3. 28 (IH, 0,3. 59 (2H, s), 4. 06-4. 11 (2H,m), 4. 39-4. 43(2H,m), 7. 15(1H, 
d),7.34(lH, d),7.39(lH, s) 


7 


NMR (CDC 1 3 ) : 2 . 77-2. 8o (2H, m) , 2. 8o-2. 93 (2H, m) , 3. 40-3. 50 ( 1 H, m) , 4. 05-4 . 1 5 (2H, hi) , 
4. 34-4. 40 (2H, m) , 7. 25 (IH, s) , 7. 34 (IH, s) 


8 


NMR (CDC 1 3 ) : 2. 76-2. 85 (2H, in) , 2. 90-2. 98 (2H, m) , 3. 38-3. 53 (IH, brs) , 4. 05-4. 1 5 (2H, 
m) , 4. 35-4. 41 (2H, m) , 7. 34 (IH, s) , 7. 41 (IH, s) 


9 


(VMR (CDC 1 3 ) : 2. 78-2. 85 (2H, m) , 2. 85-2. 93 (2H, in) , 3. 38 (IH, 0 , 4. 06-4. 1 5 (2H, m) , 4. 33- 

A Of, /Oil ~ \ 1 i n / mi _ \ n r\ a / % iw \ 

4. 39 (2H, m) , 7. 1 2 OH, s) , 7. 34 (IH, s) 


10 


NMR (CDC 1 3 ) : 2. 77-2. 84 (4H, m) , 3. 9 1 (3H, s) , 4. 04-4. 1 2 (2H, m) , 4. 33-4. 40 (2H, m) , 6. 40 
(IH. s), 7. 30(111, s) 


11 


NMR (CDC1 3 ) : 2. o7 (3H, s) , 2. 83-2. 89 (2H, m) , 2. 96-3. 02 (ZH, m) , 3. Dl (IH, t) , 4. 08 
(2H, q) , 4. 39 (2H, 1) , 7. 37 (IH, s) 


12 


NMR(CDC1 3 ) :2. 71 (3H, s) , 2. 87 (2H, 0 , 3. 00 (2H, 0 , 4. 05 (2H. 0 , 4. 75 (2H, 0 , 7. 33 
Un, s; 


1 ^ 
I 0 


i\alKU.uU 3 ; . L. 84-2. 91 (2H, w , I. 94-3. 01 (2H, w , 7. 33 (IH, m) , 7. 51 (IH, s) 


14 


NMR(CDC1 j) : 2. 87-2. 92 (4H. m) , 7. 3! (IH, s) , 7. 33 ( IH, s) 


15 


INMK vLULI 3 ; . L. 4y UH, SJ,/. /b-Z. 9z v4H, m; , 4. 08 Url, t) , 4. 40 (2H, U , 6. 92 ( IH, S) , 
7.31(lH,s) 


I 0 


nMKltuLI 3 ; . 1. OZUH, U,/. fy-^. 9 b (bH, fnh 7. 05 (In, s;, f.ozClH, s; 


17 


NMR : 2. 29 (3H, s) , 2. 74-2. 85 (4H, m) , 3. 65-3. 75 (2H, m) , 4. 1 4-4. 20 (2H, m) , 6. 48 (IH, 


18 


NMR: 2. 27 (3H, s), 2. 77-2. 82 (4H, m), 6. 23(1H, s), 7. 40 (IH, s), 12. 20(111, brs) 


19 


!\MK(LUl! 3 ; .l.o4 IbH, d; , I. 8o-z. 99 (ZH, m) , 3. 07- &. 1 8 (IH, m; , 7. 06 (IH, s) , 7. 3 1 
(IH, s) 


20 


iimi\ . i . ou von, l;, 6. uo l. r t v*tn, mj , o. oy o. f D lln, nu > 4. l o v^n, , 4. Zo 4. \ 6t\, 
m),4.90(lH, O,6.70(lH,s),7.25(lH,s) 


21 


NMR (CDCI 3 ) : 2. 74 (3H, s) , 3. 59 (211, s) , 4. 59-4. 69 (4H, m) , 7. 21 (IH, d) , 7. 35 (IH, d) ,7.41 
(IH. s) 


22 


NMR (CDC l 3 ) : 2. 77 (3H, s) , 3. 45 (2H, s) , 4. 54-4. 59 (2H, n) , 4. 65-4. 69 (2H, m) . 7. 1 1 (IH, 
d),7.29(lH, d),7.44(lH,s) 


23 


NMR (CDCI,) : 2. 78 (3H, s) , 2. 88-2. 93 (4H, m) , 4. 53 (2H, 0 . 4. 64 (2H, 1) , 6. 64 (IH, d) , 7. 33 
(IH, s),7.38(lH,d) 
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24 


NMR(CDCIj) : 1 . 29 (6H, s) , 2. 74-2. 76 (7H, m) , 4. 53 (2H, 0 , 4. 65 (2H, t) . 6. 66 OH, d) , 
7. 36 0H, s),7. 40 (1H, d) 


25 


NMR(CDC1 3 ) : 1 . 57 (3H, d) , 2. 31 (3H, s) , 4. 68 (1H, dd) , 4. 82 (1H, dd) , 5. 20-5. 31 (1H, m) , 
7. 20-7. 21 (1H, m) , 7. 40 (1H, dd) , 7. 58 (1H, d) , 7. 77 (1H, d) , 8. 09 (1H, s) 


26 


NMR (CDC 1 3 ) :0. 99 (3H, 1) , 1. 47-1 . 68 (2H, m) , 1 . 73-1 . 93 (2H, m) , 2. 27 (3H, s) , 4. 71 (1H, 
dd) , 4. 85 (1H, dd) , 5. 1 3-5. 21 (1H, m) , 7. 22 (IH, dd) , 7. 40 (1H, dd) , 7. 58 (1H, d) , 
7.770H, d),8.08(lH,s) 


27 


NMR(CDC1 3 ) : 1. 17-1. 21 (6H,m), 2. 15(3H, s),4. 70-4. 89 (2H, m), 5.06-a. 1 1 OH, m), 7. 19 
(1H, dd) , 7. 40OH, dd) , 7. 58 (1H, d) , 7. 77 (1H, d) . 8. 09 (1H, s) 


28 


NMR(CDCI 3 ) : 1. 30-2. 02(1 1H, in), 2. 07 (3H, s),4. 67-4. 89 (3H, m) ,5. 03-5. 09 (IH.m), 7. 17 
(1H, dd) , 7. 39(111. dd) , 7. 58 (1H, d) , 7. 77 (1H, d) , 8. 09 (IH. s) 


29 


NMR(CDClj) :3. 60 (2H, s), 3. 79 (2H, t), 4.42(2H, 0,7. 170H, d),7. 35 (1H, d), 7. 42 (1H, 
s) 


30 


NMR (CDC 1 3 ) : 3.46 (2H, s),3. 80 (2H, t),4. 39 (2H, 0,7. 12(lH,d),7. 28 (1H, d), 7. 45 (1H, 
s) 


31 


NMR(CDC1 3 ) : 2. 9-2. 93 (4H, m) , 3. 74 (2H, 0 , 4. 36 (2H, t) , 6. 60 (1H, d) , 7. 34 (1H, s) , 7. 38 
(1H, d) 


32 


NMR(CDC1 3 ) : 1. 30 (6H, s), 2. 76 (2H, s), 3. 73 (2H, t), 4. 20 (2H, 0,6. 62 (1H, d), 7. 37 (IH, 
s), 7. 39 OH, d) 


33 


NMR (CDClj) : 1. 36 (3H, d),4. 12-4. 23(lH,m),4. ot>-4. b8 (2H, m) , 7. 10-7. 1 1 (IH, in), 7. 38- 
7. 41 (IH, m) , 7. 60(1H, d) , 7. 76 (IH, d) , 8. 09 (IH, s) 


34 


\flin f r i Y\r > 1 \ » i op t 1 C / All _\ i r r i n n /hm \ n tT? o no / mi \ i r o t /on \ 

NMR (CDC 1 3 ) : 1 . 26-1 . 35 (4H, m) , 1 . 56-1 . 83 (7H, m) , 3. 87-3. 93 (IH, m) , 4. o3-4. 73 (2H, m) , 
7.08(lH,dd),7.37-7.40(lH,m),7.60(lH,d),7.75(lH,d),8. 10(lH.s) 


35 


\r\in /OAP 1 \ .n no O OA/jIT — \ * o n / ah \ o jn/ni j\ n oo / ill \ *7 on / i ii J\ 

NMR (CDC 1 3 ) : 2. 78-2. 80 (4H, m) , 4. 67 (4H, s) , 6. 40 OH, d) , 7. 32 (IH, s) , f. 39 (IH, d) 


36 


NMR (CDCl a ) : 2. 77-2. 93 (4H, n) , 3. 77 (2H, 0,4.41 (2H. m) . 7. 25 (IH, s) , 7. 38 (IH, s) 


37 


NMR (CDC 1 3 ) :2.76-2. 85(2H,m), 2. 87-2. 98 (2H, m) , 3. 78 (2H, t),4.43(2H, 0,7. 39(111, 
s), 7. 41 (IH, s) 


38 


NMR: 2. 72-2. 78 (2H, m) , 2. 85-2. 91 (2H, m) , 3. 67-3. 73 (2H, m) , 4. 46-4. 50 (2H, m) , 7. 38 
(lH,s),7.57(IH,s) 


39 


NMR(CDClj) :2. 78-2. 82 (4H, m) , 3. 76 (2H, 0,3. 92 (3H, s),4. 42 (2H, 0 , 6. 41 (IH, s) , 7. 3o 
(lH.s) 


40 


K7\fD //T\r* 1 \ . i ifi/OTi * \ i c i t on/mi \ o ni a f\f\ / 1 ii _ \ a ro a r *7 / ott \ n in 

NMR (CDC 1 3 ) : 1 . 10 (3H, 0,1.61-1. 80 (2H, m) , 3. 91-4. 00(1 H, m) , 4. 53-4. 67 (2H, m) . 7. 10 
(IH, dd) , 7. 39 (IH, dd) , 7. 60(1H, d) , 7. 75 (IH, d) , 8. 09 (IH, s) 


41 


(2H,in),2.59(3H,s) 


42 


NMR (CDC 1,) : 2. 70 (3H, s) , 2. 87 (2H, t) , 3. 02 (2H, t ) , 3. 74 (2H. 0 , 4. 82 (2H, t) , 7. 35 
(1H.S) 


43 


NMR(CDC1 j) : 2. 78-2. 90 (2H, m) , 2. 94-3. 40 (2H, m) , 3. 72-3. 82 (2H, m) , 4. 44-4. 52 (2H, in) , 
7. 18-7. 29 (2H, in) , 7. 34 (IH, s) 


44 


NMR:1.27(3H,d),4.24-4.32 (lH,in),4.77-4.83(2H,m),7.61(lH,d),7.84(lH,d), 
8.29(lH,s).8.90(IH,s) 
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45 


VI I D »1 0 "7 / Oil A\ O '71/111 _ \ j no A O P / i 1 1 \ i n t\ a o O / O t i \ n r i / 1 1 1 j \ 

MIR. 1. 27 (3H, d), 2, 71 (3H, s) , 4. 22-4. 35 (1H, ni), 4. 70-4. 83 (2H, m) , 7. 51 (IH, d) , 
7.73UH, d),8.25(lH,s) 


46 


MUD ♦ t OO / OU A\ A 1 A A oc /i it — \ a on j n a / on _\ n n \ n n j /an \ n n i 

1SMK. 1. id (in, d), 4. 10-4. 25 (1H, ny, 4. 69-4. 88 (2H, m), 7. 71-7. 74 (2H, in) , 7. 91- 
7. 95 (IH, m) , 8. 03-8. 08 (1H. in) . 8. 20(1H, s) 


47 


MUD //T\A 1 \ . 1 on/011 J\ a ii j no /in \ 4 a. /nn j\ « jn/ii* j\ o s> n / < it j\ 

NMR(CDCI 3 ) . 1. 39 (3H, d) , 4. 1 1-4. 23 (IH, m) , 4. 61 (2H, d) , 7. 48 (IH, d) , 7. 63 (IH, d) , 
7.74(!H, s),8.09OH,s) 


48 


Mil D • 1 00/OTJ A\ A lO A o i /in \ a n f\ a o /• / n ti \ n /* r n i i /nit \ n ni/iti 

NMR. 1. 33 (3H, d), 4. 13-4. 24 (IH, m) , 4. 70-4. 86(2H,m), 7. 65-7. 71 (2H, m) , 8. 21 (IH, 
s),8.33(lH,s) 


49 


MUD/rTlfl \ . 1 0 ft / OIF A\ a i i a i» o / 1 tt \ i n t\ / on j\ "7 ir /mi j\ r? /in / i ii \ 

NMR (CDC l 3 ) .1. 39 (3H, d) , 4. 1 1-4. 22 (IH, m) , 4. 60 (2H, d) , 7. 45 (IH, d), 7. 60 (IH, s), 
7.63(IH,d),8.08(lH,s) 


50 


MUD f r"T\P 1 \ .0 CA/OT1 ~ \ n ^ /* o A n / 4 n N o ha /mi i\ a i r /nn i\ n n o / i n \ 

NMR (CDC 1 3 ) . 2. 50(311, s) , 2. 76-2. 92 (4H, m) , 3. 76 (2H, I) , 4. 45 (2H, 0,6. 92 (IH, s) , 
7.36UH, s) 


51 


NMR (CDCl 3 ) : 1. 35 (3H, d), 2. 70 (3H, d), 4. 16(lH,m),4. 65 (2H, m), 7. 39 (IH, s), 7. oO 
(lH,d),7.56(lH, d),8.05(lH,s) 


52 


NMR (CDC 1 3 ) : 1 . 35 (3H, d) , 1 . 44 (3H, t) , 3. 04 (2H, q) , 4. 1 3-4. 20GH, m) , 4. 58-4. 75 
(2H, m) , 7. 41 (IH, s) , 7. 52 (IH, d) , 7. 57 (IH, d) , 8. 06 (IH. s) 


53 


NMR: 1 . 31 (3H, d) , 2. 53 (3H, s) , 4. 10-4. 18 (IH, m) , 4. 51-4. 71 (2H. in) , 7. 03-7. 1 7 (IH, 
m),7.35(lH,d),7.57(lH,d),8.15(lH,s) 


54 


NMR (CDC 1 3 ) : 1. 35(3H,d), 1 . 46 (6H, d) , 3. 35-3. 39 (lH,m),4. 13-4. 18(lH,m),4. 68 
(2H, ddd) , 7. 42 (IH, s) , 7. 53(1H, d) , 7. 57 (IH, d) , 8. 05 (IH, s) 


55 


NMR (CDC l 3 ) : 1. 42 (3H, t) . 2. 78-2. 82 (4H, m) , 3. 73-3. 78 (2H, m), 4. 1 5 (2H, q), 4. 39- 
4.43(2H,Di),6.42(lH,s).7.35(lH,s) 


56 


MUD /Pr\/* OO/OIl J\ 1 i < /Ail , \ n nn /nil \ i /\ A A O 1 / ill \ A i a /nil J\ 

NMR (CDC 1 3 ) : 1. 33 (3H, d), 1.41 (3H, t), 3. 02(2H,q), 4. 08-4. 24 (IH, m) , 4. 48 (2H, d), 
7.07(lH,dd), 7.34(IH.dd),7.54(lH,d),7.72(lH,d) 


57 


X!lin//" , rv/'l \ . 1 f\ i /on iN i on /mi i\ « n r\ > a n /mi \ n An / nil i\ 1 r\ t\ a e\ s\ 

NMR(CDCI 3 ) : 1. 01 (3H, 0 , 1 . 32 (3H, d), 1. 79-1 . 93 (2H,m) , 2. 97 (2H, I) , 4. 09-4. 20 
(IH, m) , 4. 48 (2H, d) , 7. 07 (IH, dd) , 7. 34 (IH, dd) , 7. 53 (IH, d) , 7. 72 (IH, d) 


58 


Ml ID / PT\r* 1 \ .1 Oi/OTI A\ a i a /on \ j ii t in /in \ a oo a oo/ott \ n ai 

NMR (CDC 1 3 ) : 1. 31 (3H, d) , 4. 10(311, s), 4. 1 1-4. 16 (IH, m) , 4. 28-4. 38 (3H, m) , 7. 01 
(IH, dd) , 7. 26(1H, dd) , 7. 50(1H, d) , 7. 71 (IH, d) 


59 


M W D . 1 C A 0 0 A / O T I « \ a at > ia/iti N r a** r i r / i 1 1 \ n An 'n r~ n / n 1 1 \ 

NMR. 1 . 50-2. 30 (8H, m) , 4. 05-4. 180H. m) , 5. 0b-5. 15 (IH, m) , 7. 42-7. 52 (2H, in) , 
7.63-7. 72(IH,m),8.08-8. 18(2H,m) 


60 


MUD /^nr 1 \ .0 OC/QTl i\ A Oil /oil i\ n rn / in J\ n r o n r j /nn \ n on / m _i\ n ia 

NMR (CDC 1 3 ; .3. 86 (2H, t) , 4. 84 (2H, 0,7. 59(111, d), l. 62-7. 64 (2H, m) , 7. 76 (IH, d), 8. 10 
(lH,s) 


61 


f>MKlLUU 3 ; .6. 60UH, t; , 4. (ouH, u, f. 4oUH, (U , (. oovln, fly , (. r b Un, SJ , o. J U UH, 

0/ 


62 


NMR(CDCU)'3 89(211 0 4 81 (2H t) 7 520H d) 7 60(1H d) 7 93 (IH s) 8 10(1H 
s) 


63 


NMR(CDC1 3 ) :8. I6 0H, s) , 7. 82 (IH, d) , 7. 39 OH, d), 4. 81 (2H, 0 . 3. 91 (2H, 0,2. 91 
(3H, s) 


64 


NMR(CDCl 3 ):2.9l(3H,s),3.88(2H. 0,5. 18(2H, 0, 7. 55 (IH, d) , 7. 66 OH, d), 8. 01 
(lH.s) 


65 


NMR: 7. 58-7. 70 (2H,b), 8. 02-8. 05 (IH, in), 8. 15(1 H, s), 13. 57 (IH, brs) 


66 


NMR(CDCI 3 ) :7. 50(lH,d), 7. 64 (IH, s) , 7. 67 (IH, d) . 8. 16 (IH, s) 



39 



WO 98/56768 



PCT/JP98/02579 



2-4 



Rf. 




67 


NMR(CDCl 1 ):7.45(lH,dd),7.62(lH,d),7. 67 (IH, d) , 8. 08 (1H, s) 


68 


NMR(CDCI 3 ) :2. 68(3H, s), 3. 84 (2H, I), 4. 80(2H, t), 7. 38(1H, s) , 7. 50(1H, d) , 7. 55 
(lH,d),8.06(lH, s) 


69 


NMR(CDC1 3 ) :2.67(3H,s),7.28(lH,s),7.52(lH,d),7.59(lH,d),8. 14(lH,s) 


70 


NMR (CDC 1 3 ) : 1.43 (3H, t) , 3. 02 (2H, q) , 7. 31 (1H, s) , 7. 53 (1H, d), 7. 60 (1H, d) , 8. 14 
(lH.s) 


71 


NMR: 2. 51 (3H, s). 6. 76-6. 79(lH,m), 7. 28-7. 34(lH,ra) , 7. 52-7. 57 (1H. m) , 8. 07- 
8. 10(lH,m), 13.29(lH,brs) 


72 


NMR(CDCIj) : 1 . 44 (6H, d) , 3. 27-3. 36 (1H, m) , 7. 33 (1H, s) , 7. 52 (1H, d) , 7. 59 (1H, d) , 
8. 15(lH,s) 


73 


NMR CCDC 1 3 ) : 1 . 52 (311, 0 , 3. 81-3. 86 (2H, m) . 4. 29 (2H, q) , 4. 75-4. 80 (2H, m) , 6. 80- 
6. 82<1H, m). 7. 37-7. 41 (1H, m) , 7. 51 (IH, d) , 8. 05 (1H, s) 


74 


NMR (CDC 1,) : 1 . 87 (3H, s) . 3. 79-3. 85 (2H, m) , 4. 69-4. 73 (2H, m) , 5. 92 (1H, brs) , 7. 24 (1H, 
dd) . 7. 38 (IH, dd) , 7. 58 (1H, d) , 7. 74 (1H, d) , 8. 06 (1H, s) 


75 


NMR(CDCl 3 ) :4.03((3H.s),6.91(lH,s),7.44(lH, d) , 7. 55 (1H, d), 8. 08(1H, d) , 
1 3. 31-13. 40 (1H, brs) 


76 


NMR(CDClj) : 1.50 (9H,s), 7.34 (1H.S), 7.54 (lH,d), 7.60 (lH,d), 8. 14(IH,s) 


77 


NMR(CDC1 3 ) : 1 . 91 (3H, s) , 2. 89-2. 92 (4H, m) , 3. 72 (2H, t), 4. 34 (2H, t) , 6. 67 (IH, d) , 7. 31 
(lH.s),7.37(IH, d) 


78 


NMR(CDC1 3 ) : 1 . 91 (3H. s) , 2. 79 (4H. 1) , 3. 71-3. 76(2H, n) , 4. 46-4. 50 (2H, n) , 6. 23(1H, 
brs), 6. 39C1H. d), 7. 30(1H, s), 7. 38(1H, d) 


79 


NMR (CDC I,) : 1 . 25 (3H, t) , 4. 23 (2H, q) . 5. 33 (2H, s) , 6. 95 (IH, dd) , 7. 40 (IH, dd) ,7.61 
(IH, d),7.73(lH,d),8.08(lH, s) 


80 


NMR(CDC1 3 ):3.01(1H, 0,4. 18-4. 23 (2H, in) , 4. 68-4. 71 (2H,m), 7. 11 (IH.dd). 7. 390H, 
dd) , 7. 60OH, d) , 7. 75 (IH, d) , 8. 06OH, s) 


81 


NMR: 5. 67 (2H. s) , 7. 40-7. 42 (IH, n) , 7. 46(1H. d) . 7. 68 (IH, d) , 8. 08-8. 10(1H, m) . 8. 18 
(1H,s).9.79(1H,s) 


82 


NMR(CDC1 3 ) : 1 . 33 (3H, d) , 3. 30(1H, d) , 4.41-4. 63 (3H, m) , 7. 1 1 (IH, d) , 7. 39 (IH, d) , 7. 60 
(IH, d),7.75(lH,d),8.07(lH,s) 


83 


NMR:1.05(3H,d),4.20-4.33(lH,m),4.52-4.61 (IH.m) . 4. 63-4. 74 (IH, n) , 4. 92 (IH, 
d),7. 56 (lH.d), 7.80 (lH.d), 8.21 (lH.s), 8.87 (lH.s) 


84 


NMR: 1 . 03 (3H, d) , 2. 65 (3H, s) , 4. 20-4. 30 (IH, m) , 4. 48-4. 06 (IH, m) , 4. 60-4. 70 (IH, 
ni),4.90(lH,d),7.46(lH,d),7.70(iH,d),8. 1 7 (IH, s) 


85 


1NMK . 1 . lU^on,^/),^. Do 4, 1 ( Un, m) , h. 4D 4. DD kin, itt) , c t. Du 4. i o w n» in; , 4 . 3 3 un, 
d) . 7. 67-7. 71 (2H, m) , 7. 88-7. 92 (IH, m) , 8. 01-8. 05 (IH, in) , 8. 1 2 (IH, s) 


86 


NMR(CDC1 3 ) : 1 . 37 (3H, d) , 4. 49-4. 67 (3H, m) , 7. 47 (IH, dd) . 7. 64 (IH, d) , 7. 78 (IH, 
d),8.07(lH,s) 


87 


NMR: 1 . 10(3H, d) , 4. 03-4. 1 5 (IH, in) , 4. 43-4. 54 (IH, m) , 4. 60-4. 70(1H, m) , 5. 00 (IH, 
d) , 7. 63-7. 67 (2H, m) , 8. 1 2 (IH, s) , 8. 27 (IH, s) 


88 


NMR(CDCI 3 ) : 1 . 35(3H, d), 4. 38-4. 63(3H, in) , 7. 430H, d) , 7. 59-7. 64 (2H, n) , 8. 04 
(lH.s) 



40 



WO 98/56768 



PCT/JP98/02579 



^2-5 



Rf. 




89 


NMR(CDClj) : 1. 35 (3H, d) , 2. 69 (3H, s), 4. 41-4. o9 (2H, m) , 4. 68 (1H, dd) , 7. 43 (1H, s) , 
7.50(lH,d),7.56(IH, d) , 8. 04 (1H, s) 


90 


NMR (CDC 1 3 ) : 1. 35 (3H, d), 1. 43 (3H, 0,3. 04(2H,q), 4. 46-4. 60 (2H, m), 4. 69 (2H, dd) , 
7.45 0H, s).7.51(lH,d).7.56(IH, d) , 8. 05 (1H, s) 


91 


NMR: 1. 08 (3H, d) , 2. 51 (3H, s) , 3. 98-4. 20 (1H, m) . 4. 25-4. 60 (2H, m) , 4. 93 (1 H, d) , 
7. 03-7. 08 (1H, in) , 7. 28-7. 36 (1H, m), 7.49-7. 56 (1H, m), 8. 06 (1H, s) 


92 


NMR (CDC 1 3 ) : 1 . 35 (3H, d) , 1 . 45 (6H, d) , 3. 4 1 -3. 32 (1H, m) , 4. 60-4. 47 (2H, ra) , 4. 69 
(IH.dd), 7.45 0H, s), 7. 52 (1H, d), 7. 57 (1H, d), 8.04OH, s) 


93 


NMR (CDC1 3 ) : 1 . 29 (3H, d) , 4. 09 (3H. s) , 4. 20-4. 43 (3H, ra) , 7. 01 (1H, dd) . 7. 27 (1H, 
dd) ,7.51 (lH,d),7.70(lH,d) 


94 


NMR (CDC 1 3 ) : 1 . 33 (3H, d) , 4. 40-4. 45 (IH, ra) , 4. 47-4. 52 (1H, ra) , 4. 56-4. 64 (1H, ra) , 
7. 08-7. 12 0H, m), 7. 36-7. 41 (1H, m), 7. 60 (IH, d), 7. 73-7. 78 (IH, ra), 8. 07 
(IH, s) 


95 


NMR: 4. 4s-4. 56 (IH, m), 4. 70-4. 90 (2H, ra), 6. 68(lH,d) , 7. 34-7. 38(111,01), 7. 44 
(lH,d),7.64(lH,d),8. 10-8. 15(1H, m),8. 1 9 (IH. s) 


96 


NMR: 1 . 35-2. 10 (8H, ra) , 3. 88-4. 00 (IH, ra) , 4. 40-4. 55 (IH, ra) , 4. 65 (IH, d) , 7. 36- 
7.41 (IH, m) , 7. 44-7. 48 (IH, m) , 7. 61 (IH, d) , 8. 05-8. 08 (IH, m) , 8. 11 (IH, s) 


97 


NMR (CDClj) : 1 . 29 (3H, d) , 1 . 4 1 (3H, 0 , 3. 00 (2H, q) , 4. 32-4. 42 (2H, m) , 4. 47-4. 55 
(IH, m) , 7. 06 (IH, dd) , 7. 33 (IH, dd) , 7. 53 (IH, d) , 7. 72 (IH, d) 


98 


NMR: 1. 32 (3H, d) , 4. 1 5-4. 22 (IH, m) , 4. 60-4. 78 (2H, m) , 7. 44-7. 48 (IH, ra) , 7. 50-7. 58 
(lH,n),7.67(IH,d),8. 1 3 (IH. d),8. 19 (IH, s) 


99 


NMR (CDC 1 3 ) : 1 . 05 (3H, 0,1. 54-1 . 66 (2H, m) , 3. 37 (1 H, brs) , 4. 07-4. 1 5 (IH, m) , 4. 46 (IH, 
dd) , 4. 61 (IH, dd) , 7. 08-7. 10(1H, n) , 7. 37(1H, d) , 7. 57 (IH, d) , 7. 73 (IH, d) , 8. 04 
(IH, s) 


100 


NMR(CDC1 3 ):0.95(3H, I) , 1. 38-1. 66(4H, n) . 3. 36(1H, brs), 4. 16-4. 22 (IH, in) , 4. 45 (IH, 
dd) . 4. 59 (IH, dd) , 7. 09 (IH, dd) , 7. 37 (IH, dd) , 7. 57 (IH, d) , 7. 72 (IH, d) , 8. 03 (IH, 
s) 


101 


NMR(CDCIj) : 1.09(3H, 0, 1 . 82-1 . 93 (IH, m) , 3. 21 (IH, d) , 3. 91-3. 96 (IH, m) , 4. 51 (IH, 
dd) , 4. 69 (IH, dd) , 7. 1 0 (IH, dd) , 7. 38 (IH, dd) , 7. 60 (IH, d) , 7. 74 (IH, d) , 8. 07 (IH, 
s) 


102 


NMR (CDC 1 3 ) : 1 . 09-2. 03 (10H, ra) , 3. 27 (IH, d) , 3. 56-3. 63 (IH, m) , 3. 90-3. 95 (Hi, d) , 4. 48 
(111, dd) , 4. 66 (IH, dd) , 7. 09 (IH, dd) , 7. 36 (IH, dd) , 7. o7 (IH, d) , 7. 72 (HI, a) , 8. 0Z 
(IH, s) 


103 


I>MK^LUL1 3 ^ . I . oo Von, $) , o. Do o. (4 Un, IH; , 4. oZ \£n, \J , 0. 00 0. 4 f Un, oriu; , 0. OoUn, 

d) , 7. 02 (IH, d) , 7. 53 (IH, d) , 7. 61 (2H, s) , 7. 78 (IH. s) 


104 


NMR: 1 . 94(3H, d) , 6. 46 (IH, q) , 7. 56 (IH, dd) . 7. 67 (IH, dd) , 7. 74(1H. d) , 8. 20(1H, d) , 
8.33(lH,s) 


105 


NMR: 6. 33 (2H, s) , 7. 1 6-7. 1 7 (IH, m) , 7. 46 (IH, d) , 7. 59-7. 64 (2H, m) , 7. 69 (IH, d) , 
7.71-7.77(lH,m),8.00-8.02 (IH,m),8. 14(2H,m),8. 1 8 (IH, s) 


106 


NMR: 1 . 80-2. 60 (6H, m) , 5. 60(1H, 0 , 7. 46 (IH, d) , 7.51-7. 53 (111, m) , 7. 66 (IH, d) , 
8.09-8.11 (lH,m),8. 16(lH,s) 
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Rf. 




107 


INMR U,Dll 3 ) . 1. 42 (3H, t) , 3. 01 (2H, q), 5. 41 (2H, s) , 7. 1 3 (1H, d) , 7. 43 (1H, d) , 7. 57 
(lH,d),7.79(lH, d), 


108 


I\M1UIDU 3 ) • 2. 1 1-2. 21 (2H, m) , 2. 96-3. 06 (4H, ill), 5. 25 (2H, s) , 7. 28 (1H, s) , 7. 52 
(1H,s),7.95(1H,s) 


109 


MID ( PAP I \ . 1 *1 C / Oil i \ 0 A £ /OIT — \ r rn /fin \ *7 1 r / 1 it \ 0 r r» / 1 it i\ 0 r> n 

ISMR ICDC 1 3 ) . 1. 45(3H, i) , 3. 06 (2H, q), 0. 57 (2H, s), 7. 45 (1H, s) , 7. 56 (1H, d), 7. 60 
(lH,d),8.08(lH,s) 


110 


NMR(CDCI 3 ) : 1 . 47 (6H, d) , 3. 34-3. 43 OH, m) , 5. 58 <2H, s) , 7. 45 (IH, s) , 7. 57 (1H, d) , 
/. ol (1H, d) , 8. 08(IH, s) 


111 


NMR(CDC1 3 ) : 1 . 68(6H, s) , 5. 04 (2H, s), 7. 12 (IH, dd) . 7. 40 (1H, d) , 7. 59 (1H, d) , 7. 76 
(lH,d),8.08(lH,s) 


112 


NMR(CDCIj) : 1 . 43 (9H, s) , 3. 1 8-3. 28 (1H, in) , 3. 85 (2H, dd) , 4. 04 (2H, l) , 7. 07 (IH, 
dd) , 7. 38 (IH, dd) , 7. 69 (IH, d) , 7. 76 (IH, d) , 8. 03 (IH, s) 


1 t 0 


NMR (80 u) : 1. 26 (9H, s), 2. 05-2. 28 (2H, m) , 3. 74-3. 59(2H,m), 4. 57-4. 63 (lH,ni), 
4. 76 (IH, dd),4. 89 (IH, dd) , 7. 34(lH,dd), 7. 45 (IH, dd), 7. 62 (IH, d), 8. 03 (IH, 

a\ o no n\ 

a; , o. uy uh, s; 


1 1 A 

1 14 


NMR(CDC1 3 ): 1. 50-1. 65 (4H, m) , 2. 00-2. 07(2H, m) , 2. 40 (IH, br) , 2. 61-2. 72 (2H, m) , 
3. 40 UH, d), 3. 47 (IH, d) , 4. 48 (2H, d), 7. 05 (IH, dd) , 7. 21 -7. 29 (5H, in) , 7. 3o 

f\U r\A\ 7 C7/1U ri\ 7 70/IU J\ O Al /IT! «\ 

Un, da; , r. or UH, a; , 7. 73 UH, a; , 8. 01 (IH, s; 


115 


lNMKautl 3 ; .b. ^9 (ZH, s;, 7. 51 UH, a), 7. 55 (IH, dd), 7. 76 UH, d), 8. 18(lH f s), 8. 28 
un, oci/ , o. yo vin, aa/ 


I 1 D 


iiftm. » . 00 Un, u; , l.oZUn, QJ.o. Zoun, Sj,o.ooUH, S;, lo. obvln, DTS; 


117 


NMR:2.69(3H,s),7.45(lH, d) , 7. 71 (IH, d) , 8. 1 8(1H, s) , 1 3. 72 (IH, brs) 


118 


iVMKauLljj . /. Ub-z. y 1 uH, m; , Z. 95-3. 0Z (4H, m) , 7. 30 UH, s) , 7. 52 UH, s) , 7. 96 
(IH.s) 


1 1 0 


iNMK . 4 . ui un, s; , f . ua uh, u) , f . Zy UH, d; , /.4oUH,a;,o.OoUH, a; 


120 


NMR (CDCI3) :2. 86-2. 94 (4H,m), 7. 1 8 (IH, s), 7. 33 (IH, s) 


1 L I 




122 


NMR (CDC 1 3 ) :2. 63(3H, s) , 6. 98(1H, d), 7. 37 (IH, d) , 7. 54 (IH, d) , 7. 71 (IH, d) 


123 


NMR(CDCI,):1.03(3H, t) , 1. 82-1. 95(2H, ra), 3. 00 (2H, t) , 6. 98(1H, dd) , 7. 36 (IH, 
dd),7.57OH,d),7.70(lH.d) 


124 


NMR(CDC1 3 ) : 1 . 45(3H, t) , 3. 06 (2H, q) , 6. 98(1H, dd) . 7. 36 (IH, dd) , 7. 57 (IH, d) . 7. 70 
(lH,d) 


125 


NMR:4. 78-4. 88C1H, m) , 5. 02-5. 06(lH,m), 5. 28-5. 43 (IH, m) , 7. 38-7. 42 (IH, m) , 
7.50(lH,d),7.70(lH,d),8. 13-8. 16(1H, m) , 8. 27 OH, s) 
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G 


R 


A 




1) 


0 


H 


Mo 
IVIfc? 


MS:216 (FAB, M + +l) 

.„, n t j r\ /nit i\ n r* /» o net /tt\ \ A HA A ft A /OH H >l 0 

NMR : 1 . 1 2 (3H, d) , 3. 66-3. 78 (1H, m) , 4. 74-4. 94 Uti, m) , I. 48 
(1 H, d) , 7. 69 (1H, d) , 7. 79-7. 83 (1H, m) , 8. 1 7 (1H, d) , 8. 22 
(1H, s),8.52(3H,brs) 


14 


S 


MeO 


Me 


MS:262 (FAB,M + +1) 

NMR: 1 . 03 (3H, d) , 4. 08 (3H, d) , 4. 57-4. 65 (1H, dd) , 4. 72-4. 79 
(1H, dd) , 6. 47 (2H, s) , 7. 21 (1H, s) , 7. 52 (1H, d) , 7. 57 (1H, 
d),8. 120H.S) 


20 


S 


Br 


~CH 2 CH2~ 


MS: 296 (FAB, MHO 

NMR: 3. 32 (2H, t) , 4. 95 (2H, t) , 7. 72 (1H, d) , 7. 77 (!H, d) , 8. 24 
(1H, s) , 8. 22-8. 27 (3H, brs), 8. 35 (1H, s) 


29 


S 


Me 


-CH 2 CH2~ 


mp:186-l87°C 

NMR: 2. 67 (3H, s),3.26(2H, t) ,4. 87 (2H, 0,6. 50 (2H, s), 7. 63 
(2H, s),7.84(lH,s),8. 15(lH,s) 


30 


S 


Me 


Me 


mp:195-197°C 

NMR: 1. 07 (3H, d), 2. 67 (3H, s) , 3. 59-3. 68(lH,m),4. 71 (1H, 
dd) , 4. 88 (1H, dd) , 6. 51 (2H, s) , 7. 63 (2H, s) , 7. 88 (1H, s) , 
8. 16 (1H, s) 


31 


S 


Et 


Me 


MS: 260 (FAB, M 4 +l) 

NMR : 1 . 06 (3H, d) , 1 . 36 (3H, t) , 3. 02 (2H, q) , 3. 60-3. 65 (1H, 
m),4.70(lH,dd),4.87(lH, dd), 6.50 (2H,s), 7.63 (2H,s), 
7 8fi C 1 H O 8 160H s) 


39 


s 


I 




MS: 344 (FAB, M*+l) 

NMR: 3. 35 (2H, t) , 4. 92 (2H, t) , 7. 70 (1H, d) , 7. 73 (1H, d) , 8. 04 
(2H,brs),8.23(lH,s),8.35(lH,s) 


43 


0 


H 


~CH 2 CH 2 ~ 


MS: 202 (FAB, M*+l) 

NMR : 3. 30-3. 35 (2H, m) , 4. 87 (2H, 0 , 7. 47-7. 49 (1H, m) , 7. 68- 
7. 70 (2H, m) , 8. 1 7 (1H, d) , 8. 2 1 (1H, s) , 8. 25 (3H, brs) 


47 


s 


MeO 


-CH 2 CH 2 - 


MS: 248 (FAB, MHO 

NMR : 3. 29-3. 35 (2H, m) , 4. 1 1 (3H, s) , 4. 93 (2H, 0 , 7. 29 (1H, s) , 
7. 54 (1H, d) , 7. 59 (1H, d) , 8. 1 2 (1H, s) , 8. 20(2H, brs) 


53 


s 


Et 


-CH 2 CH 2 ~ 


MS: 246 (FAB, MHO 

NMR: 1 . 37 (3H, 0 , 3. 02 (2H, q) , 3. 25 (2H, t) , 4. 86 (2H, 0 , 6. 49 
(2H,s),7.64(2H,s),7.82(lH,s),8. 15(lH,s) 
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Ex. 




1 


NMR: 3. 25-3. 27 (2H, m) , 3. 62 (2H, s) , 4. 59 (2H, t) , 7. 43 (1H, s) , 7. 53 (1H, d) , 7. 62 (1H, 
d),8. 24(3H,brs) 


2 


NMR : 3. 30-3. 22 (2H. m) , 3. 46 (2H, s) , 4. 49 (2H, t) , 7. 23 (1H, d) , 7. 48 (1H, s) , 7. 58 (1H, 
d),8.25(3H,brs) 


3 


NMR : 2. 81-2. 93 (4H, m) , 3. 1 5-3. 24 (2H, a) . 4. 50 (2H, t) , 7. 1 4 (IH, d) , 7. 35 (1 H, s) , 7. 71 
(1H, d),8.33(3H,brs) 


4 


NMR: 2. 74 (4H, s) , 3. 30-3. 34 (2H, m) , 4. 53 (2H, t) , 6. 60 (1H, d) , 7. 38 (1H, s) , 7. 74 (1H, 
d) , 8. 1 1 (3H, brs) 


5 


NMR: 1 . 23(6H. s) , 2. 75 (2H, s) . 3. 1 5-3. 26 (2H, m) , 4. 52 (2H, t), 7. 1 8 (1H, d) , 7. 40 (IH, 
s),7.71(lH,d),8. 34C3H, brs) 


6 


NMR: 2. 72-2. 78 (2H, m) . 2. 92-3. 00 (2H, m) , 3. 20-3. 30 (2H, m) , 4. 58 (2H, 0 , 7. 40 (IH, s) , 
7.50-7.60(2H,m),8.20(2H, brs) 


7 


NMR: 1 . 1 2 (3H, d) , 3. 66-3. 78 (IH, m) , 4. 74-4. 94 (2H, m) . 6. 44 (IH. brs) . 7. 48 (IH, d) , 
7. 69 (IH, d) , 7. 79-7. 83 (IH, m) , 8. 1 7 (IH, d) , 8. 22 (IH, s) , 8. 52 (3H, brs) 


8 


NMR: 0. 87 (3H. t) . 1. 49-1 . 57 (2H, m) , 3. 57-3. 64 (IH. n) , 4. 75-4. 91 (2H, ra) . 7. 49 (IH, d) , 
7. 68-7. 7 1 (2H, m) , 8. 1 8 (IH, d) , 8. 23 (IH. s) , 8. 33 (IH, brs) 


9 


NMR: 1.00-1. 02 (4H, m) . 1 . 1 6-1 . 30 (IH, m) , 1 . 50- 1 . 84 (6H, m) , 3. 52-3. 63 (IH, m) , 4. 82- 
4. 85 (2H, m) , 7. 49 (IH, d) , 7. 62-7. 63(1H, m) , 7. 70 (IH, d) , 8. 18 (IH, d) , 8. 24 (IH, s) , 
8. 29 (3H, brs) 


10 


NMR: 3. 31-3. 37 (2H, m) , 4. 96-5. 02 (2H, m) , 7. 73 (IH, d) . 7. 78 (IH, d) , 7. 99 (IH, d) , 8. 1 8 
(IH, d),8.22(lH,s),8.23(3H,brs) 


12 


mp:182-185°C 


13 


mp: 174- I78°C 


15 


rap: 1 92-1 95°C 


16 


NMR: 1. 61 (9H, s) , 3. 16-3. 23 (2H, ra) , 4. 87-4. 94 (2H. n) , 7. 74 (IH, d) , 7. 75 (IH, s) , 
7. 78 (IH, d) , 7. 96-8. 1 5 (3H, brs) , 8. 41 (IH, s) 


17 


mp:250-253°C 


18 


NMR: 1. 12 (3H, d) , 3. 65-3. 80GH, m) , 4. 80-4. 88 (IH. ra) , 4. 93-5. 01 (IH. m) , 7. 46- 
7. 51 (lH.nO. 7. 69(lH,d) , 7. 91-7. 93(lH,m) , 8. 18(1H, d). 8. 22 (IH. s) . 8. 74(3H, 
brs).9.94(lH.brs) 


19 


NMR: 2. 71-2. 78 (2H, m) . 2. 86-2. 92 (2H, m) , 3. 23 (2H, t) , 4. 53 (2H, t) , 7. 40 (IH, S) , 7. 70 
(lH,s),8.01-8.14(2H,brs) 


21 


NMR: 7. 45 (IH, s) , 4. 56 (2H, 0 , 3. 37-3. 30(2H, ■) , 2. 98(2H, t), 2. 80(2H, t) , 2. 59 
(3H, s) 


22 


. . _ _ _ ». * - _ \ i n / ait , \ i— . • /ah i \ rt nft /fill \ O O *7 / 1 1 1 ^ \ 

NMR: 2. 92 (3H, s) , 3. 48 (2H, t) , b. 1 1 (2H, 1) , 7. 79 (2H, s) , 8. 27 (IH, s) 


23 


NMR: 1 . 09 (3H, d) , 3. 74-3. 86 (IH, m) , 4. 78-4. 86 (2H, m) , 6. 49 (2H, s) , 7. 6 1 (IH, d) , 
7.84(lH,d),8.29(lH,s),8.91(lH,s) 


24 


mp:177-178°C 


25 


NMR: 1. 05(3H. d) . 3. 50-3. 70(1H, in) . 4. 74-4. 78(1H, ra) , 4. 80-4. 84 (111. ra) . 6. 49 (2H, 
s) , 7. 68-7. 78(2H. m) , 7. 95(1H, d) . 8. 14 (IH, d) , 8. 19 (IH, s) 


26 


NMR:1.01(3H.d),3.50(lH,br),4.60(lH,dd),4.77(lH,dd),6.47(lH,s),7.68(lH, 
d),7.74(lH.d),8.19(lH,s),8.31(lH,s) 
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27 


NMR : 1 . 05 (3H, d) , 3. 55-3. 67 (1H, n) , 4. 62-4. 72 (1H, m) , 4. 80-4. 90 (1H, n) , 6. 50 (2H, 
s),7.69(2H,s),8.20(IH,s),8.39(lH,s) 


28 


NMR: 1 . 05 (3H, d) , 3. 50-3. 65 (1H, m) , 4. 65 (1H, dd) , 4. 82 (1H, dd) , 6. 50 (2H, s) , 7. 69 
(IH.d), 7. 770H, d), 8. 21 (1H, s), 8. 24(1H, s) 


32 


NMR: 1 . 05 (3H, d) , 2. 52 (3H, s) , 3. 54-3. 66 (1H, n) , 4. 55-4. 63 (1H, n) , 4. 62-4. 68 (1H, 
n) , 6. 51 (2H, s) , 7. 26 (1H, s) , 7. 37 (1H, d) , 7. 57 (1H, d) , 8. 1 4 (1H, s) . 


33 


mp:168-169°C 


34 


mp:222-226°C 


35 


NMR: 1.12 (3H, d) , 1 . 34 (3H, 0,2.97 (2H, q) , 3. 64-3. 74 (1H, m) , 4. 71 (1H, dd) , 4. 82 
(lH.dd),7.43(lH,brd),7.66UH,d),7.77-7.79(lH,in),8. 15 (1H, d) 


36 


NMR:0. 95 (3H, 0,1.11 '(3H, d) , 1 . 73-1 . 82 (2H, ■) . 2. 92 (2H, 0 , 3. 62-3. 75 (1H, m) , 
4.69(lH,dd),4.82(lH,dd),7.43(lH, d) , 7. 65 (1H, d) , 7. 76 (1H, d) , 8. 1 5(1H, d) 


37 


NMR: 1 . 1 3 (3H, d) , 3. 63-3. 68 (1H, m) , 4. 04 (3H, s) , 4. 53 (1H, dd) , 4. 63 (1H, dd) , 6. 55 
(2H, s) , 7. 36 (IH, d) , 7. 48 (1H, d) , 7. 63 (2H, d) , 8. 1 3 (1H. d) 


38 


NMR: 2. 69-2. 76 (2H, m) , 2. 88-2. 94 (2H, m) , 3. 23 (2H, 1) , 4. 54 (2H, 0 , 7. 40 (1H, s) , 7. 77 
(lH,s).8.20(3H,brs) 


40 


NMR:8. 34 (1H, s) . 8. 03 (1H, d) . 7. 54 (IH, d) , 4. 94 (2H, 0 , 3. 54-3. 51 (2H, n) , 2. 92 
(3H,s) 


41 


NMR: 2. 68-2. 81 (4H, m) , 3. 24 (2H, t) , 3. 94 (3H, s) , 4. 55 (2H, 0 , 6. 83 (IH, s) . 7. 36 (IH, 
s),8. 27(3H,brs) 


42 


NMR : 2. 72-2. 78 (2H, m) , 2. 86-2. 93 (2H, m) , 3. 2 1 (2H, 0 , 4. 55 (2H, 0 , 7. 40 (IH, s) , 7. 68 
(lH,s),8.30 (3H,brs) 


44 


NMR : 3. 43-3. 49 (2H, m) , 4. 89 (2H, 0,7.18 (IH, d) , 7. 44 (IH, d) , 7. 63 (IH, d) , 8. 1 7 (IH, 
d),8. 24(111, s), 8. 15(3H,brs) 


45 


NMR: 0. 73 (3H, 0,1.16-1.56 (4H, m) , 3. 64-3. 68 (IH, m) , 4. 76-4. 93 (211, m) , 7. 49 (IH, d) , 
7. 69 (IH, d) , 7. 72-7. 73 (IH, m) , 8. 1 8 (IH, d) , 8. 23 (IH, s) , 8. 40 (3H, brs) 


46 


NMR:0. 95-0. 98 (6H, m) , 1 . 82-1 . 88 (IH, n) , 3. 60-3. 62 (IH, m) , 4. 82 (2H, d) , 7. 50 (IH, 
dd) . 7. 64 (IH, dd) , 7. 70 (IH, d) , 8. 1 9 (IH, d) , 8. 24 (IH, s) , 8. 28 (3H, brs) 


48 


NMR: 3. 31 (2H. 0 , 4. 86 (2H, 0 , 7. 72 (IH, d) . 7. 780H, d) . 8. 24 (IH, s) , 8. 30 (IH, s) , 8. 35 
(2H,brs) 


49 


NMR(CDClj) : 1 . 1 5-1 . 45 (2H, br) , 3. 18-3. 28 (2H, br 0 , 4. 52 (211, 0 , 6. 61 (111, d) , 7. 1 1 
(lH,d),7.49(lH,d), 7.59-7.62(2H,brs),7. 68 (IH, d) 


SO 

U v 


NMR: 1 . 48 (3H, d) , 3. 30-3. 40(1H, m) , 3. 50-3. 61 (IH, n) . 5. 41-5. 51 (IH, m) , 7. 47-7. 52 
(IH, ra>, 7. 62-7. 64 (IH, m) , 7. 69 (IH, d) , 8. 1 6 (IH, d) , 8. 24 (IH. s) . 8. 30-8. 40 (311, br) 


51 


mp: 1 82-1 84°C 


52 


NMR: 2. 04-2. 1 1 (2H, m) , 2. 90-2. 98 (4H, in) , 3. 25-3. 30 (2H, n) , 4. 58 (2H, l) , 7. 50OH, 
s),7.55(lH,s),8.00(lH,s) 


54 


NMR: 1 . 41 (6H, d) , 3. 32 (2H, 0 , 3. 37-3. 42 (IH, m) , 4. 91 (2H, 0 , 6. 53 (3H, s) , 7. 65 
(2H,s),7.80(lH,s),8. 17(1H, s) 


55 


NMR:1.34(3H,0,2.96(2H,q),3.32(2H,br),4.77(2H,br),7.43(lH,d),7.62(lH, 
br),7.66(lH, d) , 8. 15(lH,br) 
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56 


UIR: 3. 10-3. 20 (2H. m) , 3. 57 (2H, t) , 4. 46 (2H, t) , 4. 66 (2H. t) , 6. 46 (2H, s) , 6. 73 
(IH,d),7.52(lH, d),8.00UH,s) 


57 


ip:236-240°C 


58 


NMR' 1 . 71-2. 00(4H, m) , 2. 54 (3H, s) , 3. 14-3. 20(1H, n) . 3. 28-3. 33 C1H, m) , 3. 95- 
4. 01 (1H, in), 4. 85-4. 93 (2H, m) , 7. 45(1H, d), 7. 63 (1H, d) , 7. 73 OH. m),8. 15UH, 
d) 


59 


NMR- 1 . 34 (3H, t) , 1 . 71-2. 00 (4H, o) , 2. 99 (2H, q) , 3. 1 6-3. 26 UH, m) , 3. 28-3. 38 UH. 
m) . 3. 95-4. 05(1H, m) , 4. 90UH, dd) , 4. 99(1H, brd) , 7. 25(1H. d) , 7. 63 (1H, d) , 
7.73(lH.d),8.11(lH. d) 


60 


NMR- 1 . 71-2. 00 (3H, m) , 3. 1 5-3. 21 (1H, n) , 3. 28-3. 31 (1H, m) , 3. 60-4. 05 (1H, ffl) , 
4.94-5.04(2H ( m),7.49UH,q),7.69UH,d),7.76UH,q).8.17UH, d),8.23(lH, 

s) 


61 


NMR- 1.71-1.98 (3H, m) , 3. 1 5-3. 1 9 (1H, in) , 3. 29-3. 30 UH, n) , 3. 98-4. 04 UH, n) , 
4.93-5.03(2H,m),7.49(lH, d) , 7. 69 UH, d) , 7. 74UH, d) , 8. 17 (1H, d),8.23UH, 
s) 


62 


mp:222-225°C 


63 


mp:258-260°C 


64 


NMR- 1 . 68-2. 43 (6H, n) . 3. 71-3. 78 (0. 3H, m) , 4. 02-4. 10 (0. 7H, n) , 5. 34-5. 48 UH, 
m) , 6. 45 (2H, s) , 7. 43-7. 47 UH, m) , 7. 57-7. 69 (2H, m) , 8. 10-8. 14 UH, m) , 8. 1 8- 
8.2lUH,ni) 


65 


nip: 1 72-1 73°C 


66 


mp:153-155°C 


67 


NMR: 2. 39-2. 48 (2H, in) , 3. 65-4. 06 (3H, m) , 4. 86-5. 1 1 (2H, m) , 7. 49 UH, d) , 1. 58 UH, 
d),7.71(lH,q),8.l8UH,d),8.22UH,d) 


68 


mp:174-176°C 


69 


NMR- 2 34 UH, n) , 2. 50OH, m) , 3. 43-3. 47 (2H, n) , 3. 68 UH, n) , 3. 77 UH, m) , 5. 87 
UH, in) , 7. 50 UH, d) , 7. 64 UH, d) , 7. 69 UH, d) , 8. 1 8 UH, d) , 8. 24 UH, s) . 9. 40- 
9.63(2H,brs) 


70 


NMR 1.26-1.29UH,m),1.58-1.76(3H,m),2.41(lH,br),2.66-2.88C2H, m),3.10- 
3. 1 8 (2H, m) , 4. 56-4. 59 (2H, n) , 7. 45 UH, d) . 7. 63 UH, d) , 7. 67 UH, d) , 8. 1 6 UH, 
d),8. 17UH,s) 


71 


NMR: 2. 16 (3H, s) , 3. 47 (2H, m) , 4. 83 (2H, in) , 7. 41 UH, s) , 7. 59 UH, d) , 7. 62 (1H, d) , 
8.01(3H,brs),8.18UH,s),11.56(lH,s) 
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A-NH 2 



3 . Atfx?- v >tl\vj □ tf u ym-c&zm&ommm 2 geftftfls&tt. 

4 . Ymafiyy >x&?-* y x >its sat* <d$eh^ 3 jjjia<fc©{fc*tt. 

5. 2- (ih-7p [2, 3-g] -o^/-^- X^;|/7==X 2 

- (7-7P^- lH-fl/ [2, 3-g] <>*V-^- X^7 
SX 2- (7-3-F-lH-fi; [2, 3-g] >?*/-)V- 1 M 
IW5>, 2- + [2, 3-g]<>y^-^- 

X9\)l/75>, (S) -2- (1H-7P [2, 3-g] -f 

- i -^^;ux^ji/7s>, 2- [2, 
3-g] < >w-)v- 1 -- r;w x^-;u7s>> (s) - 2- (7-*h*~>- 

iH-7xy [2, 3-g] 1 >yv-)i- 1 M -l-^fJl'XWSX 
(S) - 1 2 - (7 -*3-)V- 1 H-7X/ [2, 3- g] -f >^V- 

)V-l-^)l) X^;U75>> 2- (7 -X^JU- 1 H-?iy [2, 3-g] -f 

>#*/-)V-i-4)V) x^;u7sx (s) - 2- (7-ifjhiH-fi; 
[2, 3-g] -r >*v-;u- 1 — -ow - 1 -^^ux^i^^xte^n^© 

7. 5 -HT 2C f^ffl^TS5Sf*©®ia^6 3SIB«i©ESmfflfiJ&ifel. 

8. -f >#x>^©f&**T»*l»3R©«H»7*IB«OK*lftJ«*. 
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